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(57) Abstract: A fused heterocyclic compound represented by the general formula 
(I): (1) (wherein the symbols are the same as defined in the description), optically 
active isomer thereof, pharmaceutical^ acceptable salt of any of these, hydrate of 
any of these, and water addition product of any of these. These compounds have 
poly( ADP-ribose) polymerase inhibitory activity and are useful as a remedy for brain 
infarction. 
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*%mi*±m& en tzvmztiztfv (ADP-yt^) &j$mm 

(ADP-UM ^JW* (Poly (AD P — r i b o s e) 
polymerase ; £XTs TPARPJ tV&ir) H> =3fyS7 5 
^tfF (NAD) MiLt, = = f^7^ Kty t'-^ro^ 
10 §J0rU ADP-y sfc-*R£fcg&HK:|E£U fcgcfiOAD p - y 

f±<t L , D NAM^Ifet 5 - t #£fc«8l t fc $ tit 1 7c 0 

mx% mmwmm^-mitmm^MDA osr-me thyi -d- a s 

p a r t a t e) ^©H#<ftT $ / Bftfc «£ Ltfi^tt^^fr t % 

20 *fcjB*jliLtJ:oT§l#iBrSji5JHfieKfeSr8 0%^±»J1-oii^^ 

riMlf/Tt:H^y^/iofc (E 1 i a s s on MJL. et. 
al., Nature Med., 3, 1 0 8 9-9 5 (1 9 9 7)). 
L^U ^*^«^*tLTV^SPARP|fl«SJ-eJH«S?&fiaii UT&g 

25 mMkVX, tzkz.Y£, 5-g&-3, 4-e>tKn-2H-^y^;!Jy 

ff^f£(#F?i¥2- 1 2 4 8 7 4-%) s 1,11 b-^t KD^y/t'7y[4. 
3. 2-de] -fy^y (WO 9 9/ll 64 5f) > 

3, 4-ytKn-5- [4- ( 1 - fcV< y -^h^~>] -1 (2 
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H) -4 V /^(WO 9 9/0 8 6 8 0f,WO 9 9/1 1 6 4 9?), 

t° V 5 i^y^Wi^ (WO 00/42025 #) N s<yXs( ^ ?y~-/umwi$ (W 
O0 0/6 4 8 7 8-£\ WOO 0/6 8 2 0 6#), 7 ^ y i^y^MW- (WO 



5 h <D P A R P f i - t tl (5 if ^ tH h O T* tt ft V \ 

£fc#£rBg4 6-1 2 4 5 4 4fctt*J*flUB:l3 J;tM»Tffr3&:fri-5 

• -r y ^ / y >m^^>\ 1174272 %RTtm 1 0 6 2 3 5 7 

ftliW^ft^t/!)yiiW\ ^SftffGBl, 17 4, 2 
7 2f % GB 1, 0 6 2, 3 5 7f fcitFMylWE 2 1 2 10 3 1 
io fWiM^Tf^^WtS^ty y ^Si^fls:^ :JoJ:imiiPH6 4-42 

472 manmmmm&mim 5 y ^^^^^ix-etu^^ 

15 wnomm 

*&m%b\WMmi%?i^tdfc^ Tt3-^ (i) izxvmztizm 
^Ton^, *<D%m&&&. zKowmim^o -?:07K» 

33 £ W©*#fln«AS3*tfJ & P A R P P1^JE&W1"5 r £ & jLtfcl U 
1. (I) 



0 0/6 7 7 3 4-§\ 



WO 00/44726 -t) ftiftfS&ktl/tl/^a^ ^ 
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5 -r-^^-r. 

- (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - % 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n -, 
10 - (CH 2 ) m -CO-0- (CH 2 ) n - s 

- (CH 2 ) m -0-CO- (CH 2 ) n - % 
-.(CH 2 ) m -0- (CH 2 ) Hittt 

- (CH 2 ) m -CO- (CH 2 ) n - 

(^cK mRXfn\tm--£tzlZmte^X, ^tl^ftlO l£tc\$ 1 ~ 1 0 ©SSc 
15 £^1- 0 R 4 {^7X^^fc«T/V^^-r 0 {B.U - (CH 2 ) 

20 #/W<^yK N, N-^7VV3-/V#/W^^K Ti/tVT 5 A v ? Tv'^ 
25 f-^/v* y y &7jk-tfi\ hz^tTBR (a) ~ (e) £^-f 0 



3 



WO 02/094790 



PCT/JP02/04995 




Wf4 CHifc ttft*JDR-7-«ra%i-. 
5 s {4 1 ~ 4 Cli^Sr^i- 0 

u (4 1 ~ 3 (DWk^^-f o 

10 /V^/W^^f/U^-f;^ feSl/>^R s ^R 5 ' toox^^y^to 

/^^-^/i/^-;^ T/I^/W^/W^/K Tv^K 7W^y, E^S 
^^•LTV^T^iV^^yV^T^ J , tKn^X T U ~-/U7/V3f/K * 
/v^t^/i^t^T/i^/i^/i^-z^T^ / 4r^f-/5\ fo-5W4TfE^; 
15 ( f ) ~ ( i ) Sr^l". 
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■ t'(j:l~3©li^t 0 
10 R 7 fekl? s TSA ^7 7/^7 5/ , i/7/i/W^y, 7A^/K 

15 fiu (D x^M^&^SfM^^U lAr^vfyf^u y 

(CHj) m - (m=0) ^oR^/7;V^7^, i^T/> 

^/VT^A t'^y^/K l-t°^y v>A tV^i^-l 

— </K 4-^f/>f'<7^-l-'f/K l-fc^JJvVs 

20 R^^p^'A T/v^K TVV^^A ap7;^;K t Kn^v\ A 
^7;^75y, ^Fp, *>7A T*s>v, jft/U/J^A j^tvK 
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^7 5/ , ^/U7t^-Y/K N-7/^;^/I^77 ; t^ /l^fcfSN, N 
- i?7^^/V7 7 t, (2) X&MBW^&tfL, j6*oY#- 
5 (CH 2 ) m - (m=0) «T3H1frg\ Rtt_hfB5£ (b) ~ (d) <D^-f%lti> 

2. -jRS; (I) K*3^T, 

# LT «£ 1/ ^7 = =/^T*S^ £ tlX l > T J; V £^1" 

3. (I) fc*5^T» 

N-T/I^^r/^/W^-l'/K N, N — \/7 JV^cfVf] /W<^4 
#>M?=7V7S: A ^/U7 7*^f/K N-7M;W/l'7 7 ; f'f/K N, N 

20 - -sTjv^/vxjvy 7 ^ tc\t7 iv^vt ;v$rJVjr**s$:7F U 

4. Hft5t (I) K^T, 

25 fc W: - Mrg-fcia* U 
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Yds 

- (CH 2 ) m - % 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -, £fcte 

- (CH 2 ) m -CO- (CH 2 ) n - 

5 (Ws m^n^(^-*f c ^^o-C, ^tb-^tlO ^fc« 1 ~ 1 0 

^r^-To R 4 ^7klt&*H- 0 1IU - (CH 2 ) m -^«trit^-r2) 0 ) %7jk 

u 

T/i^drv-, /nb7/^/K fcKn^^ N T^y, v^/v^T^y, =h 

y^fc^/^y y z&iri>\ hz>wzTm& U) 

~ (d) £^1" 




15 

s & i ~ 4 <^iiic^^i- 0 

20 t 0 ~ 3 OMWl$:7f1~c 
u *s 1 ~ 3 <DWk%7F-fo 
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10 Z' tfCHttctemm^ZiFlr* 
t' fl* 1 ~ 3 ©g&Sr^H",, 

<&U ±15^: (a) ^t^7i>y^ti^ R 6 ^t Ka^^7M/^ 

20 5. HR* (I) fcfc^T, 

lAr^yfyl, ^7^i>yjt, *fctttru^ t 0 ^/-^*5«fctf 

25 ,5i«tb5S^^WbTtJ:^7a:.^vTffi^$ix-cv>T'bJ:v^Jg : f-/i\ 



—m K * o T h ^ Sr^i*. 
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- (CH 2 ) 

- (CHj) m -N (R 4 ) -CO- (CH 2 ) 3;fcte 
5 - (CH 2 ) m -CO- (CH 2 ) n - 

^-To R**s**^i- e fiU - (CH 2 ) m -#«tS£jg£1-5.) 4r^U 

7/V3^-y N /nu7W> tFc^ 7 5 A S?7VMF7l'7 5 A -h 
10 ->7/, N, N-v'T/^/^/w^^/K Tfr*tfc3"* 

~ (d) &T7f1~ 




s 355 1 ~ 4 ©SSt^r^'fo 
20 t # 0 ~ 3 tf>gic£^-fo 
u ^ i ~ 3 cogifc^r^fo 
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(f) R 8 



(sstu Y ' &miY tmm-vhZo 

10 z' ^ajlJK^Sr^-r, 

W #CH % S^JSC^fcttS*®^*-*". 

t ' as i ~ 3 <t>s$c£^1-o 

15 R 7 ^^*f c ^T/^/Hr^-r ;<SU W «^M^T*fo©lt^te# 
R^vX^^i-o)) ; 

fiU X#£*JI^«:**-*S\ R«±f25t (b) Sr^M" 

6. (1) 5-7*^-3- (4-^f/Hf^7^-l-^) -2H 
(2) 3- (3-^>fA'75;tfB!J^y-l->f^) -2H 
25 (3) 3- (4-^^f/1^7^;t''<y^y-l-^^) -2H 
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->f y * J y >- i -a-y, . 

(4) 3- (3- t Ko^rv'^f^-4-^7';H:V7v?y - i 

(5) 3- (4-7*;tX7v?y-i-^v) -2H- fy^r/^-l 
5 -ty,' 

(6) 3- y tf^^V- 1 — -2H-^y^y 

(7) 3 - (4-yntVvtV7i;y-i-^;v) _ 2 h - y 
10 (8) 3- (4-^^y7;U^-;UtV7^y- i-^/p) -2 

H--r y ^ y y y- i 

(9) 3- ( 4 -31 h^y^/u^/Vt^y v>y~ 1 --f /V) - 

2H-^y^/!Jy-i-ty, 

(10) 3- ( 4 - y f-iViSr^ t"^7 S?y- 1 ->C /V) -2H- 

15 ^ y^y ]J y- 1 - 

(11) 5-y^-3- (4-yf^* ; ekX7v?y-i-^ ; >) _ 2 h 

(12) 5 - y <5->V- 3 - ( 4 - i^y f;b7 5 y t°-< y-/y-i 
20 (13) 3- (3--yyf;i/7^;t'ny^y-i-^/p) -5 

(14) 5-^^/1^-3- (4-^/^!i;) - 2H-^y^y 

y 1 - 

(15) 3- (4-T^y \f^7i^y— 1-' <M -5-y^;V-2H- Y 

25 y^y y y- 1 -;fy, 

(16) 3- (4-^^7 5;tV7-yy-i-^/v) _ 5 _^, v _ 

2H-^r y=w y y- 1 -^y^ 

(17) 3 - ( 4 - fc K n v- y ^ ^ - 1 - 7V) - 5 - y 
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f^-2H->f v * J v y- i - ty % 
-2H-s(y*; v y- 1 --fry , 

(19) 5-tKnar->-3 - { A - * =f- *s y - \ - y 

(20) 5 - - 3 - ( 4 ^/Vfc 0 «<7 viz- 1 - /V) 
(2 1) 5-^op-3 - (4-^f/l/tX7-;y-i-^» 

10 (2 2) 5-7*0^-3- ( 4 - p< ^/uf^y V- 1 - /u) 

-2H-^y^f; y y - 1 - *y, 

(2 3) 8-^pp-3- (4-^5 L ^t°^7v ? ^-l-'l'^) 
(2 4) 7-^x^-3- (4-^^t°^7> ? >'- 1 — </V) -2H--T 

15 y^f-y yy-.i-ty, 

(2 5) 7-7*n^-3 - (4 f ^t°^7 1 -^^) 

-2H--fy^y ]) y - i - sty^ 
(2 6) 3- (4-^yw5y t?^y v^-i — r^) -s-^h^v- 
-2H-^y= J fy!)y-i-t>, 

20 (2 7) 5-t Ku^V-3- (4-^yf^7^y fc^JJ ^-l-^/W 

- 2H-^ y^/ y ^- 1 

(2 8) 5-7/W^-n-3- (4-^yf/!'7 5y tv^-^y- 

1-.0W - 2H-^y^;yy-i-ty s 

(29) 5-^op-3 - (4-i?yf/i^7-;y t'^y^y-i 
25 -y^) - 2H-s(y*;vy-i-3-y, 

(30) 6-^pp-3 - (4-yf/Vt°^7^y-l-^^) 
(3 1) 7-^p^-3 - (4-i^yf/V7;y tvij^y-i 
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(3 2) 5-7p^-3- (4-v?^f/l'7^ fc°^ y ^ ^ - 1 

(3 3) 5-7/1^^-0-3- (4- ( 2 - tl K n ^->jc^;u) t° 

(3 4) 6 -f3->V-3- {4- tf-tV^^y W- l-J ;V) 

(35) 3 - (4 - (2-tKn* yif/H ^V- 1 - 

/l- ) - 6- ^f;V-2H-0*/!)y-l-ty, 
10 (3 6) 8-^^/V-3- (4->f^fc°^7^y-l-^^) 

-2H-yy^f/iiy-i-ty, 

(3 7) 7-7*a^-3- (4- (2-tFn^yxf;0 t^yi/V-l 

-^f^) -2H-^fy^yyy-i-ty, 

(3 8) 3- (4-^A-t: 0 -<7^y- 1 — T^) -5--hP-2H--f 

15 y^;yy-i-ty> 

(3 9) 5-T^y-3- (4-^^t°-<7^y- 1 -^A) -2H-4 
(4 0) 5-V-7/-3- (4->^t°-<7v 5 >- 1 -sfM -2H — f 

y^-yyy-i-ty, 

20 (4 1) 3 - [4 - (2-tFo^yxf^) f^7^y- i - 

-r^] -8-^f^-2H-^y^; !)y-i-ty, 

(4 2) 3- (4-^/Hf-<7v»- 1 -^f;V) -5-MJ7;^Pyf 

^-2H-^y^y yy-i -;3->\ 

(43) 3 - [4 - (2-k Kp* tXy-yy- l - 

25 ^/w] -7-^f/i^-iH-^y^y yy-i-ty, 

(4 4) 3- U-^^vVt 3 *^^- 1 --T/U) -5-y Wt-2H 

— r y ^- 1 -^-y, 

(4 5) 5-vy^^/U-7 5:/-3- U-^fvUfV^v^-l— f/v) - 

13 
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2H — r v y- 1 -oris, 

(46) 3- (4-^W^tV)J^y-i-^^) _ 5 _- hn _ 

2H--r y^y uy-i-'ty 

(4 7) 5-T^y-3- (4-v^y 7 v 5 ^- 1 — (M - 

5 zH-^fy^yjjy-i-ty 

(4 8) 3- — f/V) -5-MJ7^ 

^-py^-yv- 2H-^ y=^y y l -;*->\ 
(49) 3- (4-i/y^/vr 5 y t°-<y i ->f /u) 
t-2H-^y=^/ y ^- i -ah>\ 

10 (5 0) 5-->T / -3- (4-v 5 y^yVT^y — f/U) - 

2H-^y^/yy-i-t^ 

(5 1) 5, 7-^5^-3- (4-^f/mX7^-i-^;v) -2 
(5 2) 5, 7-^po-3- (4-y^/Vt°^7v ; ^- 1 -^^) -2 

is H-^y^yy>-i-ty 

(5 3) 5, 7-v 5 ^P ; e-3- 1 -'fA') -2 

H-^y^yr^-i-ty 

(5 4) 5, 7-i/7/^d-3- (4-7<f^kV7^y-i-^/i,) - 

2H--r y^y y^-i 

20 (5 5) 5 -^nn-7-7/^0-3- (4 -y ^Wt: 0 ^ *»— 1 ->f 

/u) -2H-- r y^y y ^- 1 -^-^s 

(5 6) 6, 7-ytFn^y-3- ( 4 -y ^vVfcV<7 1 — i As) 

-2H-4 y^y y y- i -^v, 

(57) 5, 7-v?ynn-3- (4-^^75; f^y — ( 
25 ;u) -2H--fy^;yy-i-ty 

(5 8) 5, 7-v ? ^n^-3- (4-^y w$ y t°^y v>V- 1 ->r 
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jv) -2H-^y^;!)y-i-ty, 

(5 9) 5-7p^-7-^pp-3- (4 - ^7 '% J t°^V 
1 — - 2H--T V >- 1 -tv, 

(6 0) 6, 7-i?tFo^>-3- (4-^W5;^y^-l 

5 ->r/W -2H — fy^;yy-i-t^ 

(6i) 3- [4- (4-^*y;) -2H->f 
y^r-y y ^- 1 -*y s 

(6 2) 3- {4- [2- (t^P-yy-l-^/l') ^/l"] t° 
10 (63) 3 - {4 - [3 - ( t 0 ^ ]) 1 --(/V) yp'tVlO 

t° ^7 V > - i - A ^ ) - 2H-s(y*;vy-i-jrys 

(6 4) 3- {4- [4- (4-^/V^U/) 7*^vK] tV*9^-l— f 

-2H-^y^/yy-i-ty, 

(65) 3 - {4 - [4 - ( fc°^ y v?>- 1 /V)- ^^/U] t° 

is - 2H-^y#y yy-i-ty, 

(66) 3- {4- [5- -J^^/l^] 

t^y-yy- i -^yi,} - 2H-^fy^/yy-i-ty, 

(6 7) 3- (4- (4- U-^fvU^yv'y- 1 — (M Zff-M t° 

^7-^y-i-^/i^) ^ 2H-4 v y- 

20 (6 9) 5-^^-3- [4- (4-^*!iy) t^U^^-l — T/«^] 

- 2H--f y^y y 1 -^-v, 

(7 0) 5 ^-tV- 3 - { 4 - [ 2 - (^yi?y-l->f/l/) 
^tvU] tVy^y- l -^f;u} - 2 H--f y ^r / !) 1 - t 

25 (71) 5-^f/^3- {4 - [ 3 - ( V S - 1 - A /V) 

/at>] t°-^7 v^y — i — '(A'} - y *c S }) > - 1 - 

(72) 5-y^/^-3-{4-[5 - ( t 0 ^ y i? y - 1 - >f JV) 
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(73) 5 f-fr- 3 - { 4 - [ 4 - ( y v^- 1 -4 ;v) 

•ff-^l tX7i?y-i-^ ; v) — 2H — f y ^ / y y- 1 - 
5 ^ % 

(7 4) 5-7*^-3- {4- [4- (4-*As*y / ) 7* ?- 

(7 5) 5-^t-;U-3 - (4- (4- ( 4 - ^ 5^ 7 ^ 
-i-jjv) 7*7-/v) i>y - 1 - 4 /i-) -2H-4.y*y 

(7 6) 7-/0^-3 - {4 - [4 - ( t°-< ]) y - 1 - ^ >V) 

(77) 5-^oo-3 - {4 - [4 - ( t'-< y-^y-l-^^) 

(78) 5-:/n*-3- {4 - [4 - (fc°^yv ; y-l--r^) 
20 ( 80 ) 5-^na-3 - {4 - [4 - (4-^^*^) ^ 

/u] t°-<7 v?^- 1 -4 ;v) - 2H-^y^y ji-y-i-ty, 

(81) 3- ( y 4 --r /^) - 2H-^y^y 

(82) 3- (1 -yfvu^y i?y-4-' iiV) y*; y>- 

25 i-w>i/57mnm, 

(8 3) 3 - ( (4 -^^/l^t°-<7^V - 1 - J Jls) */lstf=./U) 
(8 4) 3- (2- (v^^-T^y) oc^/u-) -2H-<y^y!)y-i 
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(8 5) 3- (3- (v^^vvr^y) yvV/is) -2H-^y^/yy- 
l -irv^ 

(8 6) 3- (l-T1ft^^P [2. 2. 2] 3 ->f AO -2 

5 H-y y^/y ^- 1 

(8 7) 3- ( (l-TiF^v-^a [2. 2. 2] ^ ^ y- 3 -y/V) y 

5vH - 2H--r y^y y y- 1 -*y s 

(8 8) 3- (8-y ^-8-7"iftyyy n [3. 2 . ' 1 ] ^ * y- 3 

10 (8 9) 5-y-^A— 3- (2- (^W^/) ^fvV) -2H-yy 
(9 0) 3- (3- (^^f^7?y) ^Pt°^) 

-2H--fy^y y y- 1 -;*-y % 

(9 1) 3- (l-Tlf tfi^n [2. 2. 2] ^"^^>—3— f/1^) -5 

15 -yf;w2H--fy^y!Jy-i-ty, 

(9 2) 3- ( (1-Tiftfv-^P [2. 2. 2] ^^-3-y/U) y 

^•yv) -5-yf^-2H-^y^yy>--i-ty, 

(9 3) 3- (f^y v?y- 4 -^/U) - 5-yf^-2H-^f 

y^;i)y-i -^y^M, 

20 ( 9 4 ) 5-y5vV—3- (8-^^-8-T1ft^>^n [3. 2. 1] 

?>-3-4/i') -2H-{y^yyy-i-ty, 

(9 5) 5-^np-3- (1 -^^t°-<y ^^-4— T/l^) -2H— Y 

y^y yy-i -^-y, 

(9 6) 5-y'n^e-3- (l-Z^/H^y ^y-4-y^) -2H-y 

25 y^-yiJy-i-ty 

(9 7) 4-y^^;V-3- ( t 4 ^ y i?y- 4 ->T A) -2H- 

y y ^y yy-i -a-fjifcjjcjfcait. 
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(9 8) 3- ( 1 - * y Vs- 4 - y >v) - 4- 7x^ 

/>-2H-yy^y y y - i - y i / 5 7K , 

(99) 4 - ( 4 - y Y *ri/7 ^ ~ }V) - 3 - ( 1 -y =f-fVM°^ 

V - 4 -4 )\>) - 2H-o^y !iy-i-ty, 

5 (100) 4 - ( 4 - y p P 7 3L - 3 - ( 1 - y =f- JV t 0 ^ 

y y - 4 - -r /u) - 2H-o^yuy-i-ty v 

(10 1) 5, 7--^a^-3- (b^y-yy-4— f/l') -2H-yy 

3v y y- i -^-y s 

(10 2) 5-^^-3- (t°^y v?y-4-y/W -2H-y y^y 

10 

(103) 5-tKn^rV-3- (t°^y >>y- 4 — T/U) -2H-^y^f 

/ !) y- 1 -;*-y, 

(10 4) 5-yyM-p-3- -2H-yy^y 
y y- l 

15 (105) 3- (i -y fvn^y ^y-4-^/v) -5- h y y/i^-py 

(10 6) 5- 7/1^13-3- ( 1 - y J-SUK'^ y v>y- 4 

/^) - 2H-^y^yyy-i-^->, 

(107) 5~y h^y- 3 - d-^f^t'^y 
20 /u)-2H-^y^yyy-i-^-y s 

(108) 5-tFn^-y-3 - ( 1 - y 5^ y -y y - 4 - 
y/v) - 2H--ry^yyy-i-^-y % 

(10 9) 5-ynP-3- (l-^f/H:^Pv?y-4-^/V) -4-7 

x^-2H — r y^y y y- 1 -^-y, 

25 (110) 5- (4— y fvvtf^yi/y- 1 -y/U) -6H-f=y [2, 

3-c] try -yy-7-jy, 

(ill) 5- (4-^y^r^y t°^y-yy- 1 -y/^) -6H-fx 
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J [2, 3-c] t 0 U^y-7-^->, 

(112) 6- (4-/^t°'<7i?>- l -J A,) -5H-fxy [3, 

•2-c] tfy->?v-4-^-y N 

(113) 6- T/V) -5H-fx 
5 J [3, 2-c] t°i) ^y-4-;t>\ 

(114) 3- U-^TVUf^yv^- 1 -> f;U) -2H-^yX [f] 

y^y v y- 1 -^y, 

(115) 3- (4-v 5 ^^T5/ t°^!)^V-l--r^) -2H-^y 
10 (116) 3- (4-^f/H:V7^-i — f;u) -2H-^yX [h] 

(117) 3- (4-v^5vWT$y t°-<y v^-l-^A-) -2H-- 

x [h] ^y^;yy-i-ty, 

(118) 7- (4-^f/H:''<7^y-l-^^) -6H-1, 6 —J- 7 

15 

(119) 7- (4 f />7 ^ / txy i/y- 1 _ 6H _ lj 

6-7-y^y ^^-5-^-^, 

(12 0) 8-^^-2- (t°s<V i?y-4-' -3H-wyy 

20 (12 1)2 - ( 1 fvVfc 0 ^ V 4 —4 >V) -8-^^ 

^-3H-^t/!) y - 4 - ^- > % 
(123) S-*Y*cis-2- ( 1 - * f-jV t°-< y *? y - 4 - >T 

/^) - 3H-^t/y 

(12 4) 8-bKn=2rv^-2- ( 1 -y fvvt^y v 5 ^- 4 -^/i>) -3 

25 H-^t/uy-4-ty 

(125) (i-^f/i/t^y^y-4-'f^) -3H 

-wyy-4-ty 
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(126) 8-^dp-2- (1 -/y^/U^V i?y-4 — — 3 H — 
^■i-y'V y-4-iry^ 
(12 7) 8-^n^-2- (1 i?y-A-4fr) -3H- 

5 (128) 8-^b^>-2- (4-i?>f;l'75;^n^t>'-l- 

-3H-W!Jy-4-t^ 
(12 9) 8-kKn^-2- (4-^W;;^n^fy-i 
— T/L-) -3H-WD^-4-ty, 
(13 0) 8-7/V*n-2- (4 - $ y */9 P^Mf^- 1 - 

10 <ifls) -3H-^t < /!/y-4-jy i 

(131) 8-^pp-2- (4 w ^ y -y^ n^^rfy- i -y. 
/v) -3H-^tyyy-4-ty, 

(13 2) 8-7n^-2- (4-^W$;^o^fy-l->f 

;v) -3H-^tyyy-4-ty, 

15 (13 3) 2- (l-Tiflfv-^n [2. 2. 2 ] it? ? y- 3 -W/U) - 

'3H-^rt/!)y-4-ty, 

(13 4) 2- ( (1 -Tiffin [2. 2. 2] ir??y~Z~- < >V) 

-3H-Wpy-4-ty > 

(13 5) 2- (8-^^/U-8-T1ftf^n [3. 2. 1 
20 3 -^) -3H-WJJy-4-t^ 

(13 6) 2- (4 - ^ W ; / y^ n^fy- i - y/i/) -3H- 

wyy-4-^-y, 

(137) 8-^fy-2- (4-^^f^75yy^D^^rf 

y-i-^f/v) - 3H-^rt/!J y-4-jy, 

25 (138 ) 2 - (1-Tlftf-^^P [2. 2. 2]^"^^^-3 
--Y/V) - 8-^f/I^-3H-^t/!)y-4-t^, 
(139) 2 - ( ( 1 - T if tf ^ n [2. 2. 2 ] ;t ^ >" - 
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(14 0) 2- (2- (v^^A-T^y) if;v).-3H-W!Jy-4 

(14 1) 2- (3- (-^W^) 7°Pt:Vv) -3H-^t/i)y- 
5 4— 

(14 2) 2- (5- (v^A-T^y) ^5vl<0 -3H-Wyy- 
4-^-V N 

(143) 8-7^/1—2- (8-^^V-8-Tif tfv-^n [3. 2. 1] 

t^^v-3-^^) -3H-wyy-4-ty, 

10 (14 4) 8-^^/V-2- (2- (i?^f^7$;) ^f-/^) 

- 3 h - ^ v y ^ - 4 - y > 

(14 5) 8 - * *5->V- 2 - ( 3 - (>77f/V7 5 / ) 7° n t^AO 

-3H-^ft/!)y-4-ty, 

(146) S-*=?jV-2 - (5 - (v 5 / f /H ^ / ) s<l/=f- 
15. -3H-^t s /!) 

(147) 3- (4- (v^^A-T^y) i/^n-^i^^-1- 

4 /v) - 2 H--r y 3r y y i 

(148) 3 - (3 - (4-/ f/m'^7^y- 1 --f AO 7°P 
7. (15 1) (R) -3- (2-t Ko^f^-4-^f^tV7v? 

^-i — f/v) -2H-vy^/yy-i-^ 

(15 2) (S) -3 - (2-t Kd^r>'^^-4-^^t: 0 ^7'^V- 1 
(15 3) 3- (3-t 1 <A0 

-5-^f;v-2H->fy^;!Jy-i-ty^ 

(15 4) 3- (3-^ b^^i7/u#'-/i— 4-^f/H^V7^y- l -xf 
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(155) 3- o-^^/ut^y^v- i — -2H-^y^;yy 
- 1 -arv, 

(15 6) (S) -3- (3-t Ko^^f/i^- A-t^/v^jW- 1 

5 -ivi-) -2H-' ry^r/ y >-l-jr>, 

(15 7) (R) -3- (3-t Kn^^^^7U-4-^^t°^7> ? >'- 1 

— f;u) -2H — fy^r/yy-i-ty, 

(15 8) 3- (l-^^t^y^^-4— f;V) -3, 

2H-^fy^/i)y-i-ty v 

10 (15 9) 8-^7VP-2- [2- (v^fvl^T^ y ) ^7Vk] -3H-^r 

•?-y y ^-4-^-^, 

(16 2) 3- (3, S-v^TVU^yv^-l-'f/V) -2H-^y^ 
(16 3) 4- (4-^^7^-/U) -3- (l-^/Vt'^y v^-4 

is -^^) -2H->fy^y yy-i-ty 

(16 4) 4- (4-7^tn7x-/l/) -3- ( 1 ^/Vt°^< V W— 

(16 5) 8-^f7V-2- (2-t°-<y ^yxf;u) _ 3 H _ ^ y y ^ 

20 (1 6 6 ) 8-^^-2- [2- (^-/^y >-4 ~4 J^) a^/V] ~ 3 

(16 7) 4- (2-^ hdrv-7^-/^) -3- ( 1 vvWtV< y 

4— f/i^) -2H-- fy^yyy-i-ty 

(16 8) 4- (3-^^7^-/U) -3- (l-yf/l/t^yv;y-4 

25 -^/v) -2H-^y^-yy>-i-ty 

(16 9) 4- (2-yf/V7x^) -3- (i -^^t°^y -^y-4 

— f/i') -2H-^y^yyy-i-t^ 

(17 0) 4- (3-pt h^i/7^=^) -3- d-^f/nf-iy^y- 
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4— ()V) -2H-4 y y- l ~7tr>, 

(17 1) 5-y b^rv-yfvM-^v'-S- (1 -y^/H^y ^y-4- 

^/v) -2H — r y^y y l-^y, 

(17 3) 8-^^-2- [5- (^^T^y) -<y^-/V\ -3H- 

5 

(17 4) 8-y^/U-2- [4- (v^A-T^y) ^^/v] -3H-^ 

(17 5) 8-^5^-2- [4- 7^/1/] -3H-^r 

10 (17 6) 8-y^/l— 2- [3- (k'ny^-l-^f/k) 7°ntVi/) - 
3 H - y >- 4 - Jrls^ 

(17 7) 7- (l-^^/Wt 0 -<y> ? ^-4— <^) -6H-1, 6—f7 

^y v^-s-^y 1/1 0?K#», 
(17 8) 5-p<7VV-3- (1 -^f/Utvy^y- 4-^/0 -2H- 

15 ^fy^y yy-r-ty, 

(17 9) 4-y^/W-3- (1 -y^/H^y v>y-4-^) -2H- 

-f y^y y y-i-*^ s 

(18 0) 5- (v'^^T^Z) -3- (1 -y^/Vt^y v>y-4-^ 

^) -2H-^y^;yy-i-^ 
20 (181) 5-r^y-3- (i-y7vn^<y^y-4 — r/u) -2H- 
^ry^y y y-i-^y, 

(18 2) 4- (2-7^tP7x-/k) -3- ( 1 -y ^vHr°^ y v>>- 

4->f/W -2H — fy^yyy-i-ty, 

(183) 7-^pp-3- (1 -y^/Vt°-<y v^V-4— Y/I^) -2H- 

25 ^y^yyy-i-ty, 

(1 8 4) 5-t Kn=¥y-3- ( 1 -y ^/H^JJ v?y- 4 -> f /V) -3, 

4 -s?t Ko-2H-^ y^-y yy-i 
(18 5) 5-^^f^f/m-y-3- (a-^w^yBf^) 
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-2H-4 y*y v >-i-*y, 

(186) 5-tKn^>-3- (3 -v?y fvUT 5: / -fn ifjv) -2H- 
(18 7) 5-y h^rv-y ?vM-^>- 3- 

5 - 2H--Y y^y j) :x- i -Oris s 

(18 8) 5-tKndr^>-3- (4 - v>y *}~>V7 ^ / -2H-4 
(18 9) S-tKD^iy-3- (2- (k°-<y v^^-1— f/u) ^^/P) 

-2H--{ y^/ ]) y- 1 -;<j->\ 

10 (19 0) 3- (1-y^/l— 1, 2, 3, 6-rh7tKPt'y^-4 
(19 1) 3- (1 — <yi>;l/t°<<}) — OV) -2H-4 y*/ <J 

(192) 3- (i-y^t^y^y-3-^/v) -2H-^y^;yy 

15 - 1 

(19 3) 3- (1-y^/U-l, 2, 3, 6-rF7tKn^!Ji?y-5 
(19 4) 3- (3-t FP^f/^Xy^y-i-^/u) _ 2H _^ 

y^r/ v y- 1 -^-^> 

20 (1 9 5 ) 3- (4-^5vU-3 -t K P ^y ^ f tVy -^y- i ^) 
(19 6) 3- (3-t KP^y^f;I/-4-yp tVl'tV^^- 1 — f 

a-) -2H-^y^yj;y-i-ty 

(19 7) 3- (4— ^yvvi^-3-t Ko^y^f/>f^7^- 1 — < 

25 /v) -2H-^y^f/!)y-i-ty 

(19 8) 5 (3-t KP^f^t^y^-l.-^/k) 

-2H-^y^y py-i-ty 

(19 9) 5-y*n^e-3- (3-t Fp ^i/^ 4 - ^ f ^tXy 
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(2 0 0) 3- (4-h°^y *?J t°^V 1 -4M -2H-4y*/ 

(2 0 1) 3- (3-t Ko^Wf^^!) v?y- 1-^/V) -2H-- f 

.5 y^y yy-i-ty, 

(2 0 2) 3- (3- (^^vi^/w^-Y/vO f^y^y-l — f/u) - 
2H-^fy^;!Jy-i-ty, 

(2 0 3) 3- (3-kKo^yf;v-4 — fy^u^^-i- 
-f/w) -2H-^y^;uy-i-^ 
io (204) 3- [4- (^yf/uT^y) zf^/v] -2H~4 y*; v 
i 

(2 0 5) 5 -7/M-n- 3 - (3-t KP^yf/l/-4-y7 c /Hf^7 

v 5 ^- 1 — r/W - 2 h--t y y i 

(2 0 6) 3- (3- (v'y^T^yy^) txy^y-i-^;!,) - 

15 2H-^y^yyy-i-ty, 

(207) 6-y^-3- (i -y ^vnr^y i?>-4 — (M - 2H- 
w y^y y 1 -^v. 

(2 0 8) 7-y^-3- (i -y ^t°^<y > ; ^-4 --Y/k) -2H- 
yy^yyy-i-ty, 
20 (209) 8-y^/i—3- (i -y^t c ^y *?ls-4-4A,) -2H- 
^y^/uy-i-i-y, 

(210) 7-y h^--yy^^>'-3- (i-y^t°^y ^y-4- 
-2H--fy^;i)y-i-ty N 

(211) 7-tKn^-y-3- (i -y^vut^y vis-a-j/v) -2 
25 h— r y^y y 1 -tf^nawfu 

(2 12) (s) -3- (3-t Ko^iyy^-4-y^/vt°-<7v ? >-- 1 
r^) - 5-yf;v-2H — fy^yjiy-i-^y, 

(2 13) 3- (3- (t°n Vi?y- 1 ->f/lO ynt» -2H->fy* 
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(2 14) 5-^on-3- (3 — t Kn^f-^f/V- 4 -y ^vP-f^y v> 

y-i-j/io) -2H-^fy^;yy-i-ty, 

(2 16) 3- [3- (lf^y^-l-/f/V) T-ntVl/] -2H— fy* 
(2 17) 5-tKo^>-3- (3- (fny^-l-^/V) ynt» 
(2 18) 5-^^-3- [2- (h"^y 1 -^f/U) ^/k] -2 

io (219) 3- [2- (t 0 -<y.^-i fju) i^/u] -2H-- ry^y 
y y- 1 

(220) 3- [2- (t°D y 1 -^) a:^] -2H-< fy^y 
yy-i-ty 

(2 2 1) 5-y^-3- [2- (t°n y v?^- 1 --T/U) zn^viy) -2 

15 h — ry^/yy-i-ty 

(2 2 2) 5-y^-3- [3- (troy^-i — r/^-) ^nVA'-l 

(2 2 3) 1, 5-S?tKo-6- (l-y^-l, 2, 3, 6-ff7 
t Knt-y i?>-4-< <>V) [4, 3-c] \?»i?>-4-*^ 

20 (224) n, d-^/n^y - 

(2 2 5) 5-y^/W-3- (^-y^t Ko-fyKJJ v^-7-^) -2 

h-w y^y y >- 1 -t>3/4 

(2 2 6) 5-^f/V-3- (t^^tKo^yKy^y-7-^^) -2 

25 H-^y^y y y- \-irv\/2^nm< 

(2 2 7) 3- (l-^f;UtXyi/>-i-^^) _ 2 H- 1 y-f 

y^y y 5 -tf/vsi? 

(2 2 8) 3 - [3- (t°-<y >>y- 1 -y <;V) -Ju tW] - 
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(229) 3- (^f^7$;) ^f^-2H--fy^ 

(230) 3- [u-y^f-^iyv-i — T/^) y^u] -2H--ry 
^!)y-i -*y, 

5 (231) 3- (f^y >v yfvu) -2H — f y^y y 1 - ty, 
(2 3 2) 3- [(^yy-i-^/i') y^vi-] -2H-^y^r/yy- 
l-;fy, 

(233) 3- [(^^t°^y^y-i-^/u) y^yyl -2H-yy^yy 
y-l-;$-y> 

10 (234) 3- [3- — iM 7°PtVV] -2H— T 

y^/Uy-i-ty, 

(2 3 5) 3- (1-7/1/7 7^^^^^-4-^^) -5-^/1" 

-2H-^y^y y v-\—*v\/ Ai&vsimi, 

(2 3 6) 3- (4-^^/W-3-^y fcV<7 1 — fAO - 5 -y 

15 f ;i/- 2 h-^ y ^y y y- 1 -^-y 1 / 1 om»> 

(2 3 7) 3- (1 -T5 7 fc°-<y v^-4-^) -5-yf^-2H- 

y y^y y 1 -^y, 

(2 3 8) 3- (l- (y^y7/>*=^7$y) t°^y ^y-4 — r/u) 
-5-^f;i/-2H — r y^y y y- 1-;^ 

20 ( 2 3 9 ) 3- ( 1 - h !) 7/l/to 7t h 7 5 y Jj «y y- 4 - - 

5-^f/^-2H-yy^y y y- 1 -^-y s 
(2 4 0) 3- [2- (*^et°^y yy-i- f/v) ^/v] -2H-yy 
^yy>-i -^-y s 

(2 4i) n- (5-^f/>-2H-i-t^y^y^y y y-3-> 

25 -2- (v^y^T^y) Tiry^K, 

(243) n- (5-y-f;v-2H-i-t^y'fy^yyy-3-y^) 
-3- (yyw^;) ya^yr^ k\ 
(2 4 4) 3- ( i -yy f /i/7 ^; y y ^y- 4 -y ;v) -s-y^vv- 
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- 2H->f y^y v y~ 1 

(245) n- (5-^^-2H-i-^y^y^;uy-3-^;i') 

- 4 - (v^ 5 y ) •fV^TX h\ 

(2 4 6) n- (2H-i-^y-fy*/ y>--3-^/^) -4- (>>y 

(2 4 7) 3-. ( 4-^^-2 -t^ytX7i?y- l-JM -2H- 

(2 4 8) 5-^5^-3- (l-^WDyv>y-3-Y;V) -2H- 
4 &£L>* 

io (2 4 9) 3- (i -y^t°P y v?>-3— T/i^) -2H-^y*; y y 

8. (I) fC&^T, 

it a r fi-<yif ^aj s 1-7? uymttcft^mw.mmz^i^ 

20 - (CH 2 ) m -, 

- (CH 2 ) a -N (R 4 ) -CO- (CH 2 ) -fcfcfi 

- (CH 2 ) m -CO- (CH 2 ) „- 

(5£1\ m^nfelH-*fc^m^oT, -W^ttO 1 ~ 1 0 <£>!i$: 

£^-f 0 R 4 te7.kit£^-fo <a'U - (CH 2 ) m -^®^^^1-5 0 ) £^ 
25 L, 
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~ (c) &r^1~ 



5 C&1\ &»»#tt¥*££*fcr±-fi#£&^« 

s f± 1 ~ 4 <D»^^1" 0 
t Wt 0 ~ 3 (Dm^^iTo ■ 

u l ~ 3 o&fi: w1"o 
10 R 5 &0R 5 ' ttlS|-*fcW:i**o-C\ ^rtb^tlTK^s T/^/K t Ko^> 

15 7A'*^A'*=;i'75 / sJfc&TlB^ (f) £r^1~ 0 

< f) R 8 



z' nmmm-^-t. 
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R 8 ii7Km^-r 0 )) 

9. -&5£ (I) fcfcl^T* 

iAr (i^yify^^/c^^^ u>sssr^i-K fcav^tttry^y; fc° 

Yfi 

15 - (CH 2 ) m -> 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) -£tz\t 

- (CH 2 ) m -CO- (CH 2 ) „- 

(^•K mRZfnitm-t.tcitm^X, * fcWL 1 ~ 5 

jjM". R 4 «tK^^^-|- 0 {Jib, - (CH 2 ) ra -Wi^to„) 
20 R x ^J:0R 2 fi|Rl-^7t«^oT s ^rtl^7XH, ap^V, T/l^/K 
T/V-n^v-, CfP^ TSA ^T/U^/UT 5 y , #^=¥v\ N, N 

~ (c) SraH - 



25 




30 



WO 02/094790 



PCT/JP02/04995 



slil~4 <D}^Wt : k7Fi~ 0 
5 t \t 0 ~ 3 (0^W:^7^ir o 
u it 1 ~ 3 (Dmk*^-f 0 

/UjJwuTS/*fcH:TSB5S; (f) 
(f) 



20 tist?#5 0 

R 8 ««Sr^1- 0 )) ; 

<&U X^IW^r^ti^, R«±|5S: (b) Ztf-T 
25 rt*#ttii-S±SBl. »A7ni{^|, t©)feW, 




15 (5£«*\ Y* ^tufBYi^TfeSo 
t ' }* 1 ~ 3 <P^gic£^1- 0 



31 



WO 02/094790 



PCT/JP02/04995 



10. (1) 5-^5^-3- (4 - y f-iV t?^9 i?y- 1 - 
y/W - 2H--fy ;3 r/U>-l-^>'x 

(2) 3- (3-^^f;v7?y fay-^y-i-^^) -2H 

(3) 3- (4-S?^f^75;^!)^^-l-^^) -2H 

(4) 3- (3-t Ka^rv/^f;V-4-^f/H;^7v/V - 1 

-y>) - 2H-^f y^y y^-i-ty, 

10 (7) 3- (4-/nt°/H; t ^7^V-l-^/l') -2H-^y 

(8) 3- (4-y^y^/V*^/Vt'^7^^-l-^^) -2 

(9) 3- ( 4 b y#/i^-;Vt: 0 ^7 v>y- 1 -y AO - 

15 2H-^y^yyy-i-^-^v 

(10) 3- ( 4 - 9^*^ v>y- 1 -4 AO -2H- 

(11) 5-^^-3- (4-^f^/t ; tt^7^-l — fAO -2H 

-y y^y y y- 1 -*-y, 

20 (12) 5-^f^-3- (4-v ; ^f/W7^t''<y^y-l 

-y/u) - 2H-yy^yy^-i-^-y> 

(13) 3- ( 3 - f;u7 ^ J t 6 n y -yy- l -y^O -5 
- y ^ a - 2H-y y^-; y y - 1 - * y s 

(14) 5-y^/i^-3- - 2H-yy^y 
25 jy-i-ty, 

(17) 3 - (4-tKa=3ryt°^yv?y-i-y^) - 5 - y 
^/v— 2 h — y y^y y y — 1 - ty, 
(is) 5 - y h^y-3-(4-yx/vt°^7^y-i-y^) 
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-2H-^y^y v y- 1 

(19) 5-t Kn^->-3 - ( 4 - y t°^< 7 V - 1 

(2 0) 5-7 ;V^-n-3-(4-7 < ^/V't 0 ^7^^-1-^/1^) 

(2 1) 5-7Pn-3- ( 4 - /■ f- tv t°^7 v ? >- 1 -4 /U) 

-2H-^y^y !)y- 1 -;ty, 

(2 2) 5-7'n^-3 - /^Vy-^y - i - 

10 (23) 8-7HP-3 - ( 4 - y ^/V t°^<7 v^y- 1 - 4 ^) 

-2h-o^;d^-i-^^, 

(2 4) 7-^^-3- (4-7<f-/H: 0 -<7^^-l-^/^) - 2H--T 

y^y y y- 1 -;f->\ 

(25) 7-7^p^-3 - (4-^f^t s ^7^y-l--f^) 

15 -2H-0^ry 

(2 8) 5-7 - (4-v?^f;V7^;f'<yi;y- 

(29) 5-ynn-3 - (4-i>^f^7^; t^y-^y-i 
-^/i') - 2H-^y^;!)y-i-t>, 

20 (30) 6-7PP-3 - ( 4 - ^ f-fr t°-<7 y - 1 JV) 

- 2 h - -f y * / y y - i - * y s 

(3 1) 7-7'n^-3- ( 4 - v>y f;W7 5 J U v 5 y- 1 

- >r - 2H-^ry= 3 ryyy-i-^-y, 

(3 2) 5-7^^-3 - (4-^W5;^9i?^-l 

25 - 2H--ry^yyy-i-^-y. 

(3 3) 5-7/l^^-o-3 - (4- (2-t Kn^-yif/i') f 

^7i/y-i-^/^) - 2H-^y^yyy-i-^-y> 

(3 4) 6-y^/V-3 - 
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-2H-^y^;!)y-i-ty, 

(3 5) 3 - ( 4 - (2-t Fn^->if^) t^7^> - 1- 
<< ;V) - 6- ^f;u-2H-0^7!)y-l-ty, 
(3 6) 8-^5 i /l--3-.(4-^f 1 /V tf-i.y *s S - 1 

5 -2H-^fy^;!Jy-i-ty, 

(3 7) 7-^n^--3- (4- (2-tFP^>xf^) t°^y i ? > ^ 1 
(38) 3 - (4-^^/Vt°^7> ? ^-l-^^) - 5 - = h n - 

2 h - -r y ^ / y > - 1 - ^ y , 

10 (39) 5-T$y-3- U-^^^t"^^- 1 — f/U) -2H-- T 

y^y y ^- i-tyi 

(41) 3 - [4 - (2-tKo ^v-i^/l.) i _ 

(4 3) 3 - [4 - (2-k KP^J'ifA') fc 0 ^ 7 v> ^ - 1 - 
(6 2) 3- {4- [2- — i)V) ^>V\ fcXy-^y- 

-2H-^y^;yy-i-ty, 

(63) 3 - { 4 - [3 - (tX^^y-i-^/i.) t°d tvu] 
20 ( 6 5 ) 3 - { 4 - [ 4 - ( fc°-< y V - 1 - ;V) 7* =r >v~\ t° 

- 2H-^fy^; yy-i-ty, 
(66) 3 - { 4 - [ 5 - ( t°-; y v 5 ^- 1 /U-) ^V^/V] 

(6 9) 5-^/^-3- [4- (4~^*y;) t°-<y v^- 1 -y {JV\ 

25 -2H-^y^yyy-i-ty s 

(70) 5 - ?i 3 - { 4 - [ 2 - (tVJI^y- i-^/v) 
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(71) 5-t f-fr- 3 - { 4 - [ 3 - ( \£<< DrJy- 1-4 A?) 

(72) 5-7* 3 - { 4 - [ 5 - ( fc 0 ^ V i?y- 1 -4 >V) 

(73) 5 - * - 3 - { 4 - [ 4 - (^^v?y-l-f;H 

10 (7 4) 5-^f-^-3 - {4 - [4- 

(7 5) 5-^5^/^-3- (4- (4- (4-^f^tV7i?> 

15 (76) 7-yn^-3 - {4 - [4 - ( tT^ JJ ^ - 1 - ^ tV) 
\?s<7 1 -4 ;V) - 2H-4y*/V>-l-# 

y, 

(77) 5-^nn-3-{4-[4 - ( V •< V i? y - 1 - 4 /W 

^^/U] t°^y v 5 ^- 1 --f/W - 2H-o= ) f;!)y-i-t 
20 ^ 

(78) 5-^p^--3 - {4 - [4 - ( y v 5 ^ - 1 - 4 /^) 

-fT-fr] M°-<y i?y- i -4 jv) -2n-4y*;yy-i-# 
y. 

(80) 5-^pp-3 - {4 - [4 - (4-^;l/*!);) ^ 

25 /v] v^^- i -4 - 2H-4y*;yy-i-*y, 
(si) 3- ( t°^y 4 -4fr) -2n-4y*/yy- 

(8 2) 3- {i-y-i-^^y 'yy~ a-4 7V) -2H-4 y*y v y- 
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(8 3 ) 3 - ( (4 - / tJ-iW^y i? y - 1 - -f /U) fVfrs =. ;V) 

- 2 h - 4 y * j v y - i - fr y > 

(9 0) 3- (3- (i?*TA'T % J) 7°at°;u) -5-y^/i^ 

(93) 3- (tT'* y 4 ->r ao - 5 - y ^/V- 2 H--T 

(9 5) 5-^nn-3- (l-^;l/fcViJ-/y-4-<;V) - 2H — f 

y^y vy-i —fry, 

10 (97) 4-7^-^-3 - (K'^Vity- 4 -4 -2H- 
(9 8) 3- ( 1 - y ^/V\f^< ]} 5? V- 4 ->f /I') - 4 - 7 * = 
(9 9) 4- ( 4 - y h ^r->7 rcn/W) -3 - (l-y^/l^f^ 
(10 0) 4- (4-^np7^^;^) - 3- 

y 4 --f /u) - 2Yi- 4 v * j v y - \ -fry , 

(10 6) 5 -y /Vfrv - Z - (l-^/HVpi;y-4-^ 

ao -2H-^y*;yy-i-fry. 
20 (107) 5-y (i-yf/n:^y^y-4-^ 
aO - 2 h -y v j v y- l -fry. 
(10 8) 5-t - (i-y^/n^yv^-4- 

- 2H-^y^y y y- l -ty, 

(110) 5- (4-^f/^7v?y-i-. ^v) -6H-fiy [2, 
25 3 -c] fJJ v^- 7-;f V, 

(112) 6- (4-^f^tV7i?y-l-^;V) -5H-f^y [3, 

2-c] t°y vV-4 -fry, 

(114) 3- (4-y^/Vt°^7^^-l-^/V) -2H-^yX [f] 
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y=^y yy-i -ir>^ 

(115) 3- (4-^y^/vT^y t^y 1 -^a-) -2H-^ 
X [ f ] ^ ydf-y y i 

(116) 3- (4-^?sl»t°-<7i?>-l-'(/V) -2H— OX [h] 

5 -fy^yyy-i-^y 

(117) 3- (4-^y^/vz^y t°-<y v^^-i— r/w) -2H — 
x [h] j y>-i 

(120) 8-y^-2- (t°-<y v?^-4— f;u) -3H-^t^yy 

10 (12 1) 2- yv 5 ^-4-^/1^) 

^-3H-^rt/!)y-4-ty, 

(123) 8-yh3rv--2 - ( i - y y y - 4 - 

(13 7) 8 - y ^/W- 2 - (4.- v?y f/1/7 ^->^nAJft 
15 ^ - 1 - >f /U) - 3H-^t/!)y-4-ty, 

(138) 2- (l-7ft'v-^P [2. 2. 2]^-y^^-3 
--T/1-) -8-^f^-3H-^rtyy 

(139) 2 - ((1-Tifbf^yn [2. 2. 2 ] ;c y * ^ - 
3 -4 JV) y fvU) - 8 - y ^-/V- 3 H-^rty y y-4-*>-, 

20 ( 1 4 4 ) 8 - y ^A-- 2 - ( 2 - ( v> y 5 J ) ^fvU) 

-3H-^t^!)y-4-ty, 

(145) 8 - y *?)V- 2 - ( 3 - ( ^y f/i/7 ^ y ) tf/u) 
(14 6) 8 - y 7^- 2 - ( 5 - (v>y f;V7 ^ y ) -o^/^) 

25 -3H-^t/!Jy-4-ty, 

(14 7) 3- (4- (^y^/WT^y) v/^n-v^f-^-1- 
(14 8) 3- (3- ( 4 - y ^/Wt°^7 *sy- 1 ->f/W 
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11. (15 1) (R) -3- (2-fc Yn^^y^^-jv-A-^^jV^^y 

.5 ^y-i-^f;i/) -2H-^y^;yy-i-^-y % 

(152) (S) - 3- (2-t Kp f^- 4 - ^ f i/y- 1 

-^^) -2H-^y^yy>-i-ty, 

(15 3) 3- ( 3 - 1 F'Q ^r->^ f ;v- 4 - ^ f /ktX^ ^y- i -,f ^) 

- 5-^7vi— 2H-- r y^/ y y- 1 -;t>\ 

10 (15 4) 3- (3 -at Y^i/tuV^^/V-A-^^/V^y^y- \ -J 

>v) -2H-^y^yyy-i-ty N 
(15 5) 3- (3 -*^>V\?s<7*yy- l -J ;V) - y * ; }) y 

- l -Try, 

(15 6) (S) - 3- (3-t Kn^f;U-4-yf;H:X7^-i 

15 -2h — r y 1 -;ty, 

(157) (R) -3- (3-t Fn^f;V-4-^f;lt 0 '<7^y-l 

— T/^) -2H-jy*y yy-i-j-y, 

(15 8) 3- (i-/.^h"^y v>^-4_^,i/) -3, 
20 (1 5 9) 8-^^-2- [2- (^^VKT^y) n:?vl/| - 3H -^ 

fyl>-4-ty N 

(16 2) 3- (3, S-Vt^/VM'^y^y- \ -y(jV) - 2 H-^y* 

J ]) y- l -iry, 

(16 3) 4- (4-^f^7x-/l/) -3- (1 -y ^/Vt°-<y v 5 ^- 4 

25 — f/v) -2H-^y^y!)y-i-ty 

(16 4) 4- (4-7;^D7i-;i') -3- ( 1 ^/V\?s< ]) -yy- 

-2H-4 y*y y y- i-^y, 
(16 5) 8-y^/v-2- (2-t 0 ^yi?yi^) -3H-W!/y 
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(16 6) 8-^x^-2- [2- (^e/V^y y-4 -4 A) ^fvi/J -3 . 
H-W!)y-4-t^ 
(16 7) 4- (2-y h^i/^^AO -3- ( 1 -y ^vUfcV<y &-y- 

5 A-^iV) -2H-^y^;yy-i-ty, 

(16 8) 4- (3-^f/>7x^) -3- (l-^f^t^!i^-4 

-^aO -2H-^y^;yy-i-ty, 

(16 9) 4- (2-^^/U7^=/U) -3- (1-yfvH^y v^-4 

— (ju) -2H — r y^y y ^- 1 

10 (170) 4- (3-^Ri/7x^) -3- (1 -t^jV^^V W- 

4--T/W -2H-^y^;yy-i-ty, 

(17 1) 5-y h^^^7^/^dri/-3- (l-^f;UtX!)e/y-4- 
(17 3) 8-^^-2- [5- (^iW^/) -O'fvK) -3H- 

15 ^tyyy-4-ty^ 

(175) 8-y5vU-2- [4- (^y^/KT^y) ^fvV] -3H-^ 
(17 6) 8-^^-2- [3- (t°P y v 5 ^- 1 -- f/lx) yatVv] - 

3H-^ty!)y-4-ty, 

20 (1 7 7) 7- (1 -y?vH^y v^-4-^A) -6H-1, 6—?" 7 
y 5 1 / 1 OtK#», 

(17 8) 5-yf/W3- (1 -y fvVfc 0 -<y v^-4-^f/U) -2H- 

y^y yy-i-ty, 

(17 9) 4-^7^-3- (1 -yfvU^y >^-4 — f/U) -2H- 

25 y^y y :x— 1 — 

(18 0) 5- (t^y^T^y) -3- (i -y^/nf^y ^y-4-^ 

-2H-4 y*/ v >- 1 -ty, 
(lsi) 5-7^y-3 - (1 -y ^yn^y v^-4-^w) -2H- 



39 



WO 02/094790 



PCT/JP02/04995 



4 y*; yy-i 

(18 2) 4- (2-7/^n7i=;V) -3- ( 1 -y TvH^JJ 

4— f/u) -2H-^y^r/yy-i-t^ 

(183) 7-^na-3- ( 1 -y ^/Wt^U i/y- 4 -2H- 
(18 4) 5-t KP^rv—3- (1 -y 9vVt^y ^>"- 4 — i )V) -3, 

4—yt Ko-2H-^y^; y >- 1 

(18 5) 5-y h=3rv^^:t^>-3- (3-^ W^yatVl/) 

- 2H-- r y^y y y- 1 -^->- x 

10 (18 6) 5-tFn^>-3- (3-e/^^T^yyPtVl/) -2H- 

4 v *j y y- 1 -^y^^, 

(187) 5-p< h^^^^/V^-^C/-3- (4-v^^^T^y 7*J-JV) 

- 2H — r y^y y 1 -^y\ 

(18 8) 5-tKn^->-3- (4-^f/l^7^/^) -2H-y 

15 y^;!)y-i-tyIiS, 

(18 9) 5-tKo^->-3- (2- (t°^y v>y- 1 — 

- 2H-y y^y v y-i -*y. 

(190) 3- (1-y^-l, 2, 3, 6—r h7 t Kp t°y v?y-4 

20 (i9i) 3- (i -^yynf^y >>y- 3-y/W -2H-4 y*; y 
y- i -tv, 

(19 2) 3- (i -y^vvt^y -yy-3 — f/v) -2H-^y^;y> 
- 1 -*y^ 

(193) 3- (l-y^-l, 2, 3, 6-x h7t Knt°y 

25 -y/v) -2H — fy^y yy-i-ty, 

(19 4) 3- (3-fc Kn^->y^t 0 ^7^>-l— f/U) -2H—f 

y^y y y- 1 

(195) 3- (4-3C^-3-fc Kn^rv^y^f^y^y- 1 -J ;V) 
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- 2H-- - r'y^y y >- 1 -a-^, 

(196) 3- (3-t Ko^fv'^^-4-7'nfcVn:X7^y-i-^ 

AO -2H-4 y*; y y-i-$-> s 

(19 7) 3- ( 4 -^y ^i/- 3 - 1 Ko v-^ f /H:°^7 v?V- 1 — f 
5 ^) -2H--<y^/!Jy-l-t^ 

(19 8) 5-:/p^-3- (3-t Ko^^^kVyi/y-i-^^) 
-2H-- - <V*J y>-i-^-v % 
(19 9) 5-^a^e-3- (3-t Kn^->^^-4-^^t°^7v J 

10 (2 0 0) 3- (4-fcV< J J f-<y 1 -^A) -2H-^ydry 

y i 

(2 0 1) 3- (3 -t Ko^^^/Hf^y i?^- 1 -- fA) -2H — T 
(2 0 2) 3- (3- (5?^^W*/W<*>f A') t^U^^-l — itV) - 

15 2H-- r y^r/ y 1 

(2 0 3) 3- (3 -t y^At'^yv 5 ^- 1 - 

>ta) -2H-^y^/yy-i-t^ . 
(204) 3- [4- (^f/ur^y) -2H-- ry^yyy- 

20 (2 0 5) 5-7/^P-3- ( 3 - t Ko <f->V- 4 -y f;V^7 

^y-i-f/v) -2H-^y^;!)y-i-ty, 
(206) 3- (3- (^yw^yyf^) f^y^^-i— ta) - 
2H-^y^/!)y-i-jy, 

(2 0 7) 3- (l-y^At 0 ^y ^^-4— fA) -2H- 

25 ^y^yyy-i-ty % 

(2 0 8) 7-^7^-3- (l-yf/VtXyv?y-4-Y/V) -2H- 

4 y*s y ^- i -^v, 

(2 0 9) 8 -y=fjV- 3 - (1 -y ^At°^y v^^-4-^A) -2H- 
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4 y*; y y- i 

(2 10) 7-t V v?!r*i/-Z- (l-^f/vbvye/y-4- 
^/v) -2H-^y^yyy-i-^ 

(2 11) 7-tFn^-3- (1 -^/UfcXy W-A-<t>V) -2 
(2 12) (S) -3- (3-fc Kp =^ V> f ;v- 4 - ^ f /H:X7 i^y- i 

— r/v) - 5 - ^f/u- 2H-^ y^; y y- 1 - ty, 

(2 13) 3- (3- (t°n y 1 -4M 7°xit°jU) -2H-^y^ 

;yy-i -Jr> s 

10 (2 14) 5-^PP-3- (3-fc KP : ?->yf/l'-4~yf/H; 0 ^7^ 

y-i-i'/u-) -2H-^y^/!)y-i-ty 

(2 16) 3- [3- (t°^y v^V- 1 ->f;>) :/Pt:Vv] ~2H — fy=*- 

;yy-i-ty 

(2 17) 5-tKn^y-3- (3- (tfu y v 5 ^- 1 — YA-) fcVl/) 

15 -2H-fy^;i)y-i-^-y 

(2 18) 5-^^-3- [2- (fc^y^^l — x.f-A>] -2 

H-^y^y y y- 1 -a-j^ 

(219) 3- [2- (f^y i?y- 1 — f/u) ^7vv] -2H- <y^y 
!iy-i-ty, 

20 (220) 3- [2- (fny-yy-i — f;u) - 2H-- fy^y 

])y-i -3ry s 

(2 2 1) 5-^^-3- [2- (t°n y v?^- 1 — - f/V) rt^/P] -2 

h — { y>-i 

(222) 5-^^-3- [3- (t'py-yy- w/u) yptvi^-i 
25 — f/i^] -2H-^y^y yy-i-ty 

(2 2 3) 1, Kn-6- ( 1 - ^vU- 1 , 2, 3, 6~tF7 

fc Kb try i?y-4-' (JV) My-/n [4, 3-c] fc o y^y-4-^-^, 
(2 2 4) N, N-^f^- 3 - (1-^f^tXyyy-i-^/v) - 



42 



WO 02/094790 



PCT/JP02/04995 



2H - 1 -**yj y^y y ^-5-*^#^f-§ Ki/4*fttjn*j, 

(2 2 5) 5-^5vV-3- -2 

H-^ry^y !)y-i-ty3/47KM, 

(2 2 6) 5-y^/V-3- fc Kb -OK f/V) -2 

5 h— r y^y y ^- 1 

(227) 3- (i -y^/vt°-<y i»- 1 — f/w) -2H-i-t^y-f 
y^y y ^-5-*^#^itett»* % 

(2 2 8) 5-^^-3- [3- (tT^y 1 ->f/U) yntVv] - 

io (229)3- (s^y f'A'T K y ) y f^-2H- y y^y y ^- 1 -;*->\ 
(230) 3- [(4-y^t°-<7v 5 ^- 1 — f/i>) y^] -2H-^y 

(2 3i) 3- (tvy^y^f^) _2H--ry^y y 

(232) 3- [(^/v^y ^-i-^ao y^/v] -2H-^y^y yy- 

15 1— ^"^s 

(233) 3- [Ofc^ttv^y 1 — f/u) yx/i^] -2H-^y^yy 
-y- l -;0, 

(2 3 4) 3- [3- (*^t°^y \-s{)\>) T'ntVW] -2H-y 

y^y !)y-i 

20 ( 2 3 5 ) 3- (1 - Wt^^^D v ; >-4-^/^) -5-y^/W 

- 2H--r y^y.y y- 1 —t>i/A^m^ 
(2 3 6) 3- (4-y5vu-3-^y t 0 ^^- 1 -^a-) -5-y 
' f;i/-2H-yy=^; y^-i-*^i/i o^#*n^, 

(23 7) 3- (1-75; t'^y i?^-4->f/U) - 5->f/^-2H- 

25 'fy^/yy-i-ty 

(2 3 8) 3- (l- (;^y^^7-;;) tr^y v^-4-iW) 
- 5 - ^f;u-2H — f y^y y ^- i -^-y N 

(2 3 9) 3- (l-by7^D7tb7^;tXi)i?y-4-y;l/) - 
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(2 4 0) 3- [2- (t^t'^v i/y-l-JM je^vI/J -2H-jy 

(2 4 1) N- (5 -^f 2H - 1 -^y^f y^ry !J >-3 — ( )V) 
5 -2- 7*-fe*SK> 

(24 3) N- (5-^f/l'-2H-l-t^y'fy^ ]J > — 3 — f/U) 
-3- (^f/1^75y) /oa>7^\ 
(2 4 4) 3- (1 -^W^y t'^y v^-4-> f/W) 

- 2H — r y^y yy-i 
io (245) n— (5-^f;w-2H-i-^y^y^y!Jy-3 — r^) 

-4- (i?y f/V7^) Z??>TK h\ 

(2 4 6) n- (2H-i-^y^y^; f/u) -4- (>>y 

(2 4 7) 3- (4-^f^-2-t^y^7^y- l-^/V) -2H- 

15 /fy^y yy-i-^s 

(2 4 8) 5 -y^/U- 3- (1 -^f;H^P U 3 -> f/W) -2H- 

4 y =¥y y >- 1 -a-v, & 

(2 4 9) 3- (l-^^yUfcTo y i?>--3 — f/u) -2H-- fy3r/y^ 

- 1 

1 2. -jfeS; (I) fc*$V^ % 
Y#- (CH 2 ) m - (5*#\ rafiO £fcfil~l 0Oll:S:^t) 
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R&*STfr*fl>T$/$:wtt\ fc3VMaTfB5*; (a) Sfcfi (b) ^ 



t # o ~ 3 (DMWc&mi-o 

© nm±fF^ $ n 5t> -tlx e> otk^^ * ft e ©*#*p«j 0 

1 3. -JK^ (I) {C^T, 
15 fAr^yfyilriU 

Ytf- (CH 2 ) m - m#0*fcW:l'-3©ffiftSr* , t) Sr^U 

20 R^TVI^/K t ^rv^/cteT^ / &g*U 
R 2 ^7X*^U 

r^t^^t^a Tiess; (a), 
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(a) 




R" 



W R 6 



(5fc>K W;&SCH*fcttMJDK^fcj*1% 
R 5 ^t Kp^^7;H;^L, R 5 ' fiTkSf £^1-„ 
£fcteTI5£; (b) Sr^-f 



10 t # 2 <^)S^C^^1- 0 

14. (1) 5-^9^-3- U-^fvUf**?^- 1 -2 

15 H-^y^;yy-i-ty, 

(3) 3- (4-^/f/U7? / t'^y v^V - 1 - -2H 

(4) 3- ( 3 - k F p ^ ^ f /P - 4 - ^ f ^ tV 7 i/ y - i 

20 (12) 5-^fvl^-3- (4-yVf^75;t t '<y^y-l 
(19) 5-kFn^V-3 - (4-^/1/ f^yv^-l-'f 



(b) 
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(8 2) 3- d-^/n^y i?>-4-4si') -2H--fy= 3 r/yy- 

l-^->l/57K#iP^x 

(9 0) 3- (3- (^>f>7$;) 7°n t°;^) -5-^ A- 

5 -2H-^y^;i/y-i-ty, 

(9 8) 3 - (i-yf/vt^y^y-4-^;v) - 4 - 7 * =- 

(10 8) 5-tKo**>-3- ( 1 - * ^/Hi 0 ^ y v> y - 4 - 

-r/u) - 2 H--r y y V- 1 XXf 

10 (121) 2 - ( 1 - * f-j^ !) v ; ^-4--Y/L-)-8-^^- 
;V-3H-*ty!) ^ - 4 - * > 

d»e>»tfft5±lEl. ©M^tdIM, ^rO^SW, *:fte>©|g 
m±M& & ft 5 * ft S> H4fe * tc te^ft h ©tK#*P*. 

15. (15 6) (S) -3- (3-fc Ka^->y^-4-^^t°-<y 

15 i?y-i-^/i') -2H-^y^yyy-i-ty, 

(17 8) 5-^^-3- (1 -t^/V^^) i?>-4-jJl>) -2H- 
(18 1) 5-Z^/-3- (1 -^fVVtf^y v^-4 — </W -2H- 

yyjryyy-i-ty, 

20 (1 8 6) 5-tKo^-3- (3-^f/W7^y7'o^) -2H- 

^y^/jiy-i-tySSJS, 

(18 9) 5-fcFn^y-3- (2- =^) 

-2H-^y=Jryyy-i-ty s ^itf 

(2 12) (S) -3- (3-tF^-^^-4-^f/H:^7^-l 

25 -^f^) - 5-y^-2H-yy^y'jy-i-ty 

a»e>»tfft5±*Bi. ©ag£~« ■foSlk^ -toftSNSttffc -eft bos 
^±f*F^£fto±&> -tft£>©*a4b*fctt-tft?>ozKf*J!iP«J. 

16. (8 2) 3- d-^fvu^y v^-4-^ao -2H->ry^ 



47 



WO 02/094790 



PCT/JP02/04995 



(9 0) 3- (3 - {VtJ-A'T $ / ) •fuV/U) 

- 2 h - 4 y * / v y- i -j-ytezx? 

(108) 5-k Kn*'>-3- (l-/f/KVi)i?y-4- 

5 - 2H-^y^f/^y-i-ty 

1 7. — JRS; (I) te*5V»T, 
10 . SlAr^^^JI^U 

Y^- (CH 2 ) m - (5£>K mttOtfc|3:l~10«^t) «rSj*U 

15 i/^fcttT5 y Sr^U 

Ri6S^T/uapA'T5y*fcttTIBa: (b) 
(b) 



20 W^CHtfclllil^^^to 
t 3&S 0 ~ 3 <D$£$i&7Fir o 

©Ei±^Sti5«[, *r*b b ©TKfP^i^ fcft^tbb ©jkffrJnft. 
25 18. — j&5fc ( I ) Klfcl^T, 
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5 (CH 2 ) m - (5fccf\ m«:0*fcl41~l 0 ©ffijfeSr^f) 



10 (5£<*\ W*CH4fcM*JDS(^-Sr^i- 0 
t j&s 0 ~ 3 ©Sl$c£ 

19. (82) 3- -2H-- fy^ 

(108) 5-tKo^>>-3 - ( 1 - * J-sUt'^V - 4 - 

20 (12 1) 2 - ( l 5vn^ y y - 4 - 4>v) - s - * 9- 
^-3H-^t/!) y - 4 - * ^ 

2 0. (1 5 6) (S) -3- (3-tKn^f^-4-^f/H;V7 

25 v^-i-^) -2H-^y^yyy-i-^-^ ^j;^ . 
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(2 12) (S) - 3 - (3-t KD^r->^^-4-^^/Ut°^7> ? ^- 1 

5 2i. — jfta; (i) k&^t, 

10 Y#- (CH 2 ) m - (Stfs mllol.fc(ii~iooS|c^t) &jj*U 
R 2 ^7KSt£^U 

R^^7;^;v7^y, ^fcfiTteS; (a) fcjjcf 



15 (5t4\ Ws&sCHSfciiaafJg^Sr^-t-. 
t *s o ~ 3 ©sgRfc^-f" o 



20 <Dmm±.nm£ti%i&, ^b(07mm^tz\t^h<D7^mm 0 

2 2. (1) 5-^^-3- (4-*?'A>\£'<?*?>'- 1 ->f/V) -2 
25 2 3. ±131. ^t>2 2. <7)VN-f tUd^^Efc^^^ D^fc^, 



R' 
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2 4 . ( I ) 



5 ^j»s»^tt^'&*fcttr®e^sr^-r. 

10 YHt 



- (CH 2 ) 


m n 




- (CH 2 ) 


m -N (R 4 ) -CO- 


(CH 2 ) „- 


- (CH S ) 


m -CO-N (R 4 ) - 


(CH 2 ) n - 


- (CH 2 ) 


„-CO-0- (CH 2 ) 


n * 


- (CH 2 ) 


m -0-CO- (CH 2 ) 


n n 


- (CH 2 ) 


m -0- (CH 2 ) 




- (CH 2 ) 


.-CO- (CH 2 ) n - 





£?r;-f 0 R 4 ^7X^^7 v c^T;i-^^t-o §U - (CH 2 ) .-^ftSCtJft 
20 -g-TSo) Sr^-fo 



0 




(I) 
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s: fc T /i^ 3 ^ *s T ;v ^/vir * *s % 

Rfir^y, ^yr^w^y, ^t^>vt^j s ^^yy^fctt 

f-tt/Uft V / feSUfctTiEit (a) - (e) £^-f 0 



s 1 ~ 4 ©SSfcSr^-fo 
10 t \t 0 ~ 3 OSEitSr^i* 0 

T/V=*f/K dr^/U7j?=/K v'T/W^/VT ^ / 7/1^/^3; fete -^TVi' 

(f) ~ (i) ^i- 0 
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ess*, y' ^MiBY tmmx'foz. 

Z' ttCH*fctttt#W^&jjct- 0 
t' fi 1 ~ 3 OS^^^-fo 

u' w: i ~ 3 ©sic^^i- 0 

1-5, *°y (ADP-J)^) ^ri»3lf©«tB)C3lK:jBH1-5«JBi©^K ■ 
2 5 . -fl£5£ ( I ) 
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0 




(I) 



- (CH 2 ) m - x 

- (CH,) m -N (R 4 ) -CO- (CH 2 ) n - x 

10 - (CH,) m -CO-N (R 4 ) - (CH 2 ) „~x . • 

- (CH,) m -CO-0- (CH,) Sfcti 

- (CH,) m -0- (CH,) „- 

(5£4\ mJfctfnttR— *fcttftfcoT^ ^tl^ftO £fcte 1 ~ 1 0 <D^C 
&^-f„ R 4 fi7K^^7c«T/^^^^-r o <&U - (CH,) B -^TOi:^ 
15 &ir% 0 ) %iFi- a 

T/l^^r^ ^P7/^/K tFn^ 7"$/, &7 A'^fl'T K J * -h 
20 T ^ / s x^-— T^nsf-Hr^ 7/va^^/^/i'7vA ^^7 7 

^tt^ftV ;&7rrrt>\ hZWtTftt (a) ~ (e) £^-r 0 
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s f± 1 ~ 3 O»^^1- 0 
u \t 1 ~ 3 (Dm.Wi&TF'fo 

r 6 tt7X^\ r 5 y , ^ey t/v^/^t ^ y % s?77i"*/u7 ^ y s t/v^/k t 

( f ) ~ ( i ) &^-r„ 
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(f) 



R 



(g) 




R' 




(h> 



(i) 




R 




R 



tl)u- 



(O t .(>L>-R 7 



y' (ituiaY tmmx-h% 0 



5 



t' ft l~3£>S$c£^1~o 
u' 1 ~ 3 ©jg&^l-o 



T^=*v'^^#=/K 7/V3f7W*7l^=7K T~>/K t Ko ^771^/K 
7 £fcfigifeg&WLT^T& ±V^^/>f ^7 5 / £^1% 

flU (1) Y#- (CH 2 ) m - (m=0) ^oR#4-^f/vf 

l-f^y^A 4—=e/u*yy*fcft4- (2-t 

Kp^>Jf^) tV7i?y-l-^;^f^ R'fl^P^ 7/1"* 
r/i/3 /np7/1^/K t Kndri^ % 75/, v?7^W5/, 
15 nhp, ->7A 7->/K ^M^K a:^.7 1 /K XsW^sf/^ N-7/U 
^/i^/w^-f /K N, N-v^/l^/l^/W^^/K 7-W-;/, v>7 
•>^7^/, f-*— /K 7/^/1^;*% 7^3^r^/f^7^/, 

N-7/U^A'77 : f'fA'*tfiN l N- &7 fr*tA'*fl''7 
T^-f/i'&^U (2) X«s»W-?Sr^U i*oY#- (CH 2 ) m - (m= 
20 0) £;aH1§£\ Ritt (b) ~ (d) (0Vvfjftj&»&3*U Zf*CH^1- c ] 
fcJ:9*£;h,53lfi£^ 7PSfc^, ^©^liW, *rftk©e3£±rF^ 
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2 6. Jii^Sl-fflV^*L5-hlB2 4. £fc«:2 5. OT&frfc <fcUt/£ fctt 



2 7. H«S&4SBBW i l!v ,k £>ii>5±|B2 4. H2 6. ©v^ixA^W 
2 8 . ( I ) 



10 Mmi&fc*&&*itft-WBi'&*w+. 

15 Yf± 

- (CH 2 ) m - % 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - % 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) B - % 

- (CH 2 ) m -CO-0- (CH 2 ) 

20 - (CH 2 ) m -0-CO- (CH 2 ) „- % 

- (CH 2 ) m ~0- (CH 2 ) tfcWt 

- (CH 2 ) ra ~CO- (CH 2 ) n - 

SraM-. R 4 {i7K*^fc«T/u^/i'^-f-o fiU - (CH 2 ) 

25 ^-r^o) £^i~o 



5 




(I) 
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T^a^S^ /np7/p^ kKa^^ T% S s v?7M^7^y, ~h 



ft^U/^^fK fc5W*TiB5S (a) ~ (e) 




15 t 0 ~ 3 ©SiC^r^T o 
u ft 1 ~ 3 (DW^L^TF-fo 

20 r 6 (^^ 7^y, ^yr^w^A ^tvmvwt^a t/v^/k 
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(f) ~ (i) £^1" 0 



Y' liBufeYt^^-t-fc^o 
10 t' it 1 ~ 3 60»^1- o 

u' fi i ~ 3 oS§c£^i% 




(h) 



(i) 



R 
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2 9 . ( I ) 



0 




(I) 



- (CH 2 ) m -, 

10 - (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - % 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n - N 

- (CH 2 ) m -CO-0- (CH 2 ) ttzte 

- (CH 2 ) ra -0- (CH 2 ) '„- 

(5fc*K m&tfnft^-^/cMftoT, 1 ~ 1 0 <7)» 

15 $:7r;-t 0 R«i*7mttc\iT/^/i'&7Flr 0 - (CH 2 ) m -frm®bffi 

20 tf/WOE-^K N, N-^T^/^/W^^^/K 7^7^, v>7i^ 
7$ A /K 771"**^;*% 7^^^r^M^i/7?y, 7,;vy 7 

^r^/K N- 7/1^/^/^:7 7 ^/^£fcf3:N, N-^7/^/;l'7 7 ; E- 

RH75/, ^;7;^7^, v^/i^/Kr ^ a y A^rtte 

25 ft^*Dy^tK fo5VM3Ti25£ (a) ~ (e) £^-f e 
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5 s \t i ~ 3 omwc^-f-c 

tfj:0~3<D!Sic^^1-o 
u it 1 ~ 3 ^Sic^^1" 0 

15 (f) ~ (i) £r^1- 0 
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z' fecH-£tcitmmw-7-%yF-to 

5 t* it l ~ 3 <DMWc%7Fi-o 

u* 1 ~ 3 <Dmtk&7Fi~ 0 

10 R 8 «:7Klif, T/^^fditKo^^T^^^t.)) 

flL, (1) Y*S- (CH 2 ). m - (m=0) 4r5«U ^R^M-^f/H:" 

4- J E^y/*fctt4- (2-fc 

15 =ha % yry, TV/K tf/vj^i'* ac^r/K jfr/U/^i'/K N-TA- 
dr/^/W^^E-^/K N, N-i^T/^/V^/W^^/K 7y^75/> v=T 
y^7?/ N =f-Hr— /K T/W^r/^^-s 7/1/3^^/^^7 5/ , ^A- 
7 7^/f/K N-7;^/^^7 7^^fc»N, N-v^T/^/^/^P 7 
(2) XaSffifcJOK^&^U *>oYflS- (CH 2 ) m - (m= 
.20 0) £^1i§£\ RJ4±1BS; (b) ~ (d) ©V^"ftl^«:^L, Zf£CH£ 
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5 r©^-j tn 



(i) (D{k&mtTm& (id ^ip(OT»ii^st9 

15 5 5. #S&WT?ttnC5:£#l&#k^r5„ 
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(1) /np^>: 7yi, 4£3Sf. HSf, a^H^fc 1 ?. "fTfc^y*, 
5 LV> 0 

( 2 ) : 1 ~ 4 ©E««*fcH:»tt«3R©T/V^/WT?fc9 % 

(3) T^a^V :«*Jfcl~4©E«l!R*fcW[^^^©T^A'i»« 

(4) /nd7;^: 1^7 v c«2^±<75/NPy>'m^-effi^$tL7c^^l 

(1) ilTOftfeO^Jf ?>tb N ^x.ff7/w^-o^^K ^7;^o^f/K 
M)7;^n^f;K 2-7^tosf^ 2, 2— S^utf-uacfvK 2, 

(5) t Kn*^. 

(6) r^y 0 

(8) = fn 0 

(9) v/7A 

(1 0) 7^ : iMtt*fctt^^«t©T/i^^i:*/u*=^fe»^$ 
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ft5, ^»l~4ffc57^tl)^ m^-lt^^/K T±f-JK 
/ot°t-;K 2-^f/V7"Dt c ^;K -ff-V/i'ftX&mf ibft5 0 
(11) i7y^>-> 0 

(1 2) ^tvV: ;^ici~4(DE«*fcl^ii$«^T;v='^var^ 

^ri/^;Wl?=/K 3 f&zf V *i/$jUtf=i/W£ gjfimif bft5 c 
(13) j&/W<*>f /V, 

(14-1) N-r/U^*^^^ A« : $Hf$Cl~4T?&5 ; E-y T/U^/V 

(14-2) N, N-v'T/^/^/W^^/V: i?7;^7 5; (±12(7) 
15 <0, WZ. fcfN , N - v 5 ^ ^vi^ ;W^^f;K N, N - is*. ;W<^4 /u s 
ff<bft5c 

(15-1) T*s*rr%J : Tv'/U (±13 (1 0) £|^) i75y^5>« 

20 0^-^7^a y^v^r^y ftiftfmtf bft^o 

(15-2) : 2o©7->/V (±12 (10) tPi) i75 

y ^^1^^5-/7^7^ y x-fct;, 7«i«4it*j{), iw— t» . 

fcIftot^tti<, «*.H!N, N-^T-fc^vvrS A N, N—^/p 
fc'^/UT^A N, N-i/^V frT\ feftOo 
25 (16) /W 

(17) r^^ar i^4<omM^ittt^sK^(oT^/^t 

^PWt ^^^-4W*ffbft, ft-WW»5 
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(18) T/ls=**-is]tj/H$—/UT$S : «7 1 /l' (±12 (12) kW\B) k 

5 y, ^h=^^/i/^7^ y ftifa^ff 

(19) X^77*^K 

(2 0-1) N-7/^/W/l'7 7 ; t'f/l' : TA-^/I'WifS (2) 

10 /K N-^nt>^;l/77^^K N-yW^77 i E-f /^if^^T* <b 

(20-2) N, N-^7/V^/>77^^ : v'T^W? y (±|B 
(7) £H^) fc^/i/fc^bfcfifcSaxSN, N-^T^/wvuyr^'f 
;vt*fc9, fll&fifN, N-v?^f;^7 7 ; e^^ N, N-^^^/i^ 
15 7 7^^K N, N-v ! 7°ot>^^77 ; e^/K N, N-^f^7/U7 

(2 1) 7/V3^rv'7/l>^^y : 7^=^fK 7As**&iXf&Mii*t> 
m&£tiZ>7 Vi/3^y7 'iv^ivar^y^M . T^^y^iMT^Mi. 

zti^ti, fltjfB (3) &£xf (2) ii^srefciK h^rv-y^^- 
20 **y, ^h*i//^/i'**c ; y%k*&mfbti, ^tfc^l^f/^y 
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izmi Z7 fr* ^x*u&£ti±7*;,R^z&tf % i/7^^7 ^; tmm 

^it;7;^^V^LTit Mia t t><£> (^xf^R 1 ©^^) ifi& 
/VT 5: J 7)V*)Vt LTtev^ "}-fV7 % J / f;«tL<, 7/^=" 3-># 

15 5/, ^W^/, T/W=^r^^=;w (±fE (12) 

tmm, 7*s/\stmm<Dh<D%mif &z.b&x%, 7/^iiTii, y^ 

?-/vt ^ / tWt. b< % 7;v**i/%jvi$^jvb Ltli > ^ h 

u\, 7W^ / <b \,X\t^;V^;V7^ / s 7^fjV7^ A 

^bSIf^s^lffc i ~4 <D7^k 7 $ ; mfrbMn&tstiZ&zm-f © r 

yyM) tfmifbti.m filth}) y/^u7±^7 ^ y imfbti^. 
7)V5;;V7.;virs-/v\%, ±|B (2) t l^iffc 5 7/^^/^i: 

T^A-^/i^-zi'T ^ 7 b VXit, mU7 ;^^^;v^^;vb7 5: / A»e> 
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^i:Ltl4 s tflfcfcf-^i'^/K 7^5vvWipff P>tL N •f'T?^^^^ 
;WSUV> 0 (a) flStf^v^&^H-^OR"^ t Kn^vr^ 

t Kn^r^f/K 2 - 1 Kp 3f V- 2 J-jU 

zf n f/K 4 - fc K f =¥ if <^S{i# i~4 ©E&£ fc tt^RUtt 

15 

-IS^ (I). 



O 




^"LT'b«J:VN7ai-/n?g^$ixr^T'i> < J;^^M-?/5\ . 

- (CH 2 ) 

25 - (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n ~. 
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- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) B - N 

- (CH 2 ) m -CO-0- (CH 2 ) n - N 

- (CH 2 ) m -0-CO- (CH 2 ) 

- (CH 2 ) m -0- (CH 2 ) n - x 
5 - (CH 2 ) m -CO- (CH 2 ) n - 

mRZfnlim--£tcfm?j:oX s ^ti^fiO &tcte 1 ~ 1 0 0£& 
Sr^i". R 4 ^7X^^7c{iT^/w-$r^i- 0 fflU - (CH 2 ) m -t)mmk1& 

10 T/I'^v', /xnT/^/K t Kp^'X 7;/, ^Z/i^/l'T $ y , 
■=E-f/K N-T/l^/kX/l'^^/K N, N — i?7/^A'^A'7 T =£<< 

RIJ7 5/ , 7?v*/v7 %. y , $?x/u*/ut ^ y , ^/v* y y * fete 
y y ^Ttk fcsvMtTEsS: (a) ~ ( e ) 





(e) 




u 



20 
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wn c h * tc n&mm* fc^-n 

s \t 1 ~ 4 (D^Wt&^lTo 
t \t 0~ 3 <£>lESk£^-f o 
u ft 1 ~ 3 (D^Wt&^i'o 

^/l^/W^^/U&^-f j&\ &5v\<j;R 5 1 R 5 ' If (d&oT^ h o 
(f) ~ (i) 4rS*1\ 




15 (^"K y' r±flSEYi|Rli|-efcS 0 

t ' fil~3 (DmWL^^-to 
u' {4 1 ~ 3 ©S^^^1- c 
20 IIU ±12^; (a) tf\?s<7i?>&7f:i-m&. R 6 «t Kd^">7/1/^ 
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r 7 ft*** T$y, * y Tfrt^vT ^ y % ^tvi^/vt $ y N t/^/k 
tffl^sri^-etSo Mft^vrnt^te-tiv (ADP-y^- 

iwnsft^i^v^t, (i) xtm^mommw^z^u ia: 

riS'^-tf^&^U Y#- (CH 2 ) m - (m=0) ^oR^/ 

15 7/^7^;, -y7W7 5;, e^y^=/K 3 - y i - 
y^y, tX7>;y-i-^/K 4-y tvh^^v^- i — >ok. i — tr 

^y^y, 4-^E/^y y^fcfi4- (2-t Kn^yxf;k) tVyi/y 
- 1 — r^Sr*i"*-&x R'ft^n^y, 7^=^^ An7;^ 

/K tKP^ T^y, v?7/^7^y, -ha, ->7A 7*>7K # 
20 /Vt'^'X :r..X7VL\ ^/W^-f/K N-T/^^/W^^e-f^K N, N — 
^T^^r/^/W^^yK 7i//V7 5;y s v^i/Av^y, /K 7/V 

7^3ify^;u^/U7^;^ * /I' 7 7^ -OK N-7^3r/KX 
7^77^ /^fcteN, N- ^7/^/W^7 7 ; &^^^^ Us (2) X^g 
PSfDlH^^U ^oY#- (CH 2 ) m - (m=0) RlZ±m& 

25 (b) ~ (d) ^vN-f^^^i-'fb^iiif^^-efeSo 

i^7oS{^©liiUT, Mz.\Z, -m& (I) 4\ 

[1] Y/S* 

- (CH 2 ) m -. 
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- (CH 2 ) n -N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) 

- (CH 2 ) m -CO-0- (CH 2 ) -ktclt 

- (CH 2 ) m -0- (CH 2 ) n - 

5 (^"K mRtfntm-ttclt^te'DX, ^rtl^tlO tt-it 1 ~ 1 0 (DMW 

%7jk-r B R 4 «m^fcfiT/^/u^-t- 0 (au - (ch 2 ) m -tmmtm 

TVI^^t^ ap7;1/^/K tF'n^, 757, ^7/^/1/7^7, -h 

15 s 1fi 1 ~4©S$c£^U 

^o, (1) Y#- (CH 2 ) m - (m=0) er^U ^oR^4-^^f 
-<7v>V- 1 — f/K 4-^A*y /£fcte4- (2-t 

20 /V, 7/1^3^, ^a7;^;K tFo^>, 7^A ^7/^7 5/ , 

=afvU#/WS^/K N, N-i^T/^^/W^^/K 7W^/^ 

N-7M;^;i/7 7 ; e^/^fcttN, N~S'7A^/l';*A'7 
25 T^-T^^U (2) X^SfJiH^T^U *>OY^- (CH 2 ) B - (m = 
0) £^-f#-g\ RfiSt (b) ~ (d) Wfil7^£^U ZljCH^U 
(3) ±ffi:£ (a) ^If^v^y^tM^s R 6 tet Kn^->7;^/^/T 
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[2] x#7vu*/k m^m^Lx^xh^^mmm^m^tcitm 

%0 ; 

[3] R'^/ND^y, T/i^/K 7/1/3^^ /np7^^;K t: Kn^i^ 
^^/U#=;l'7^ > N-7;^;^/U77^/K N, 

io R 2 ^7X^^^i-jb^^^^tf bns,, 

15 v^HIIh^ fc5i^fitt#JB(-7-f:;a*U 

- (CH 2 ) B - % 

- (CH 2 ) ra -N (R 4 ) -CO- (CH 2 ) Wtti 

- (CH 2 ) m -C0- (CH 2 ) n - 

20 (5£=K m.RTfn&m-t.tctemtt'oX, ZMtlO ±tcit 1 ~ 1 0 <D&& 

%7F-t 0 R 4 i>>&mz^i- 0 jau - (ch 2 ) n -&mmkt&&irz> 0 ) %m 
u 

7;V3^-x /nu7;1'^/K tKn^X 75 A i?7^W^y, -h 
25 jfr/l^*^ N, N-v?T/^/^/W^>f/K V As^c^Hr 

~ (d) 



73 



WO 02/094790 



PCT/JP02/04995 



s 1 ~ 4 £>Sli$c£:7rc1- 0 
t 2* o ~ 3 <7)!ii&:£^-fo 

5 u 25 1 ~ 3 ©^ic^:^1- 0 

^ jW<^e ^ ;U%7jki-f)\ hZ>W$R 5 tR 5 ' tfS— *t ft o T-^r h >• £ ^1" 0 

10 T/ls*/UX/U*-/l>, 7-^7^;, tKndf-^ 7y^7/^;K Xfl> 
. . 7 7 ^;K T/u^/^;^nyu-T^y^7ctt±E^: (f) 
(5£<K Y' 2SHSIBYi:^T*fe5 0 
. Z' a5CH*fcte&&jJ§i^£^t' 0 

15 t' ^l~3©It^f c 

{It, ±|B5£ (a) tftV^S^S:**-*-*^ R 6 25t Ko^i/7;^;H: 

20 R feti, 
[B] «»^¥^^7c^-S^^L, 

3^Ar^-s^-if^ s ■^■T'^U'^sSx gfctefy--^ tryy-/u*5j:tf 

Y2* 

- (CH 2 ) m -. 
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- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - s IZtzlt 

- (CH 2 ) m -CO- (CH 2 ) n - 

jp-to R A ^?m^-fo {&u - (ch 2 ) m —t)mmtffi-£-fz> 0 ) 

5 R^ilFR^^-tfctt^o-C, Ztl^ftTkm. /np^>s T/ls*/K 



T/V^^is, /suT^J^, tKn^X T ^ / % \/T >\>* frT % J ^ =-Y 

R^i/TA^r^y f^te^e/M^y y fo5v^±fS5£ (a) 

10 ~ (d) 

w# c h £ fc Mlff^^-fo 
s ^ i ~ 4 to^i:^^i- 0 

t ^ o ~ 3 ^Sft^l-o 
15 u^l~3©It^t„ 

*jvl> ;W<^J /u%7r;-ff)\ &5^{£R 5 £ R 5 ' tf— lll4otl h ^tr^i- 0 
R 6 ^7kS?, T ^ 7 , ^7/1/^/1^7 5 J \ 7/l^/K 7^= * isjlJVi$=.fr s 
20 T/i^^f/^/V^^/K T i/Ji^T K / % tKo^fy, TV— A-TA-^/K 
7;v^^*=^7^ y £7cte±iB^ (f) 

25 t ' ^ i ~ 3 ©Sf?:*to 

IIU ifBit (a) ^fc^v^^-fifi^ R 6 ^t Kn^iyTA^ry^ 
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5 [c] M.mm&ttL&n&&it\&-Mft&&7£L, 

10 - (CH 2 ) m - s 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) ^fcfi 

- (CH 2 ) m -CO- (CH 2 ) n - 

£^1% R 4 «*m^i- 0 <&U ~ (CH 2 ) B -*5«»fcfe'&1-5o) 

15 L N 

N, N-v/T/^/^^W^^/^fcfiT^^^v-r/^/^^^^L, 
Riii^T^^T^/t.tc\t^r^}) S$:&irt>\ fcSVM±TSBs£ (a) ~ 
20 (c) 

s ft 1 ~ 4 ©It^/Tt. 
t ft 0 ~ 3 ©I|[|:/Tt. 
25 uttl~3 0Si:tr^-r„ 
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7 T/^/^/^=/^T^7^fcf±±|B^: (f) 

5 Z' {i^^^^-Tc 
t' \t 1 ~ 3 <d»£^H- 0 

{B.Lv ±flEA (a) ^fc^y^^^-r^ R 6 tet KP^r^Ty^/^ 
10 R 7 «7K*^7cf4T/^/vt:^-r ; ffiU W #»»D!C^fc5»£-fcra:# 
R 8 }i7K*^1-o)) ^t^W$?>(a^^L< v *T*k 
|Ar fi-0-ify^fcfi^7^l/^^^i-d\ hZ^nt'}) t° 

15 7 s /-/^J:i;ft7 3i b ft «9 SliSft o?f U 
Yli 

20 - (CH 2 ) m - N 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) $.fc\$ 

- (CH 2 ) ra -CO- (CH 2 ) „- 

^fo R 4 «7R^^-r o {&U - (CH 2 ) B -«^^f5j 
25 R 1 &£V*R 2 im--£tc&mte^r s tMMI, 7/V*/K 
7/l'== 3 rv\ tFn^rv-, 7$/ s i?7A'*A'T$S* DAif^s, N, N 
- v^/V^WTJ/w^^ /v£ fc 137/1^ 3r *>7/MM';*" !3 e- U 

r \t\/7^A7 ^ y^Tcfi^/v^y y^^i-K fc5^teTi35£ (a) 
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~ (c) 

WttCH*fc»42*Jli^-*^-f. 

s n i ~ 4 £>nic£^i- 0 
5 t « o ~ 3 (om^i^-^o 

u fi 1 ~ 3 ©»^^1-o 
10 R 6 f±7jtlf, ^7/^75/, T/V^/K TA^^ 9 yf3^=-^ T^* 

/w*^r ^ / 1 tat±B^ ( f ) 

(CT, Y' «ful2Y^^l?&Oo 

Z' ttM*^^1- 0 

15 W SflJ^scfcf^llfC^^-fo 
t' 1 ~ 3 ©SfC^1"c 

<aU ±13^ (a) ^t^y^^^-T^ R 6 ftt: Yv^isT ;V*;V% 

20 £LftV\ 

R 8 [i7k!f&^-fo)) £^1" ; 

<au x^mmm^-^i-m^ R\t±m^ (b) ^in^ws^ix. 

[E ] &$m&l*-m%i&$:7F U 
25 gtA r ^^-tfV^&^U 

X « Ut t> J: v > 7 x. $ tLT v >t t> J: t \^lf J^?}\ 

Y#- (CH,) m - mfi0$fcf*l~l 0 ©|ggc«r^H") tr^U 
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R^^T^^T^ /^^T/i\ fe5V^W:±IB* (a) £7cte (b) 
t /5* 0 ~ 3 (D^W&TFi- o 

io [F] ^j»S»55-as-Ke^*^U, 

15 Ytf- (CH 2 ) m - (5S<K m^0^fc^l~3<7)Sic^^i-) &?5<U 
R 2 /$vki$f£^U 

R^^T^^/vT^y, Jhfe^ (a) 

20 t& lit tci$ 2 (omk^-to 

SfcWLkfas*; (b) 

25 W^M^tr^-r o 
t # 2 ©S^^^-tc 
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(1) 5-^^-3- (4-*f-A'\?'<7i?>-l-'(M -2H-jy 

*/})y-i -ty, 

(2) 3- (3-^^f;V75;b'pyi?y-l-^;0 -2H 

(3) 3- (4-^^f;V7^yf^yyy-l-^;l/) -2H 

(4) 3- (3-1: Fn^yyf;V-4-yf;i'k'^r^>-l 

-y^) - 2H--f y^y yy-i-ty, 

10 (7) 3- (4-7 s nt%t°^7v ; y-l-'f^) - 2H-^y 

(8) 3- (4-y!fy^^/t = At 5 ^7-yy-i-'f/i') -2 
H-^y^y j? 1 -*y, 

(9) 3- ( 4 -at h ^riX^7/V^ = /H: 0 ^y v^- 1 -4 fr) - 

is 2H-o^y yv-i-ty, 

(10) 3- ( 4 - ^^'^^ t°^7 v>>-- 1 -4 As) -2H- 

^ y^y 

(11) 5-yf/u-3 - (4-yf/^^7^y-l-^;i') -2H 

v.* j yy-i -*y, 

20 (12) 5-^^/V-3- (4-^^f^7^k^^i?y-l 

(13) 3 - (3--y/f/i'7;yt > oy^y-i-y/i') - 5 

(14) 5 3 - (4-^/^i/y) - 2H-^y^y 
25 jy-i-tv, 

(17) 3 - - 5 - ^ 
f^-2H-^y^y v y - 1 -*y, 

(18) 5 - ^ h ^ - 3 - (4-^7^ 7 v 5 ^ - 1 - >f /V) 
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-2H--ry^y v y- 

(19) 5-t - ( 4 - y ^/Vt°^ ? y - i _ ^ 

jv) - 2 h- 4 y * ; y y - i - j-y , 

(20) 5-7 )VHr n - 3 - ( 4 - y f- JV t°^< 7^V-l->f/U) 

5 - 2 h->t y * y v y- 1 

(21) 5-ynp-3 - ( 4 - y t°^7 y - 1 - -< jv) 

- y * ; y y - \-Jry ^ 

(2 2) 5-^n^-3- (4-^f;VtV7^y-i-^;>) 

-2H--fy^; !) ^-i-^-^ s 

10 (23) 8-ynn-3 - ( 4 - y 7^ t° 7 ^ - 1 - ^ ^) 

-2H-^y^y y y- i-Ory^ 

(2 4) 7-/^/1 — 3- (4-^T^^y^y-l-^/^) -2H-4 

y*/ v y- i -yry, 

(25) 7-^0^-3 - ( 4 -y ^A- t 0 -<y yy- l — -T yi^) 
15 -2H-^fy^;!)y-i-i-y v 

(28) 5-y/V^-p-3 - (4-v ! ^r^7;n^JJ v> V - 

i - 4 /v ) - 2H-^y^r7!)y-i-ty, 

(29) 5-ypp-3 - ( 4 - v> y f-jVT K / \£-< y - 1 

- 2H-^y^;yy-i-t>, 

20 ( 30 ) 6-ynta-3 - ( 4 - y t"^ 7 v> ^ - 1 - ^ ;V) 

- 2 h- 4 y * y v y - 1 - $-y s 

(3 1) 7-y'n^-3 - (4-^^f^7^t , '<y-yy-l 

(32) 5-^0^-3 - (4 -c?y f/i^r ^ y t°^y i?y- 1 

25 --OW -2H-0^y D^-l-ty, 

(33) 5 -7 IV Or v. - 3- (4 - ^rt^/p) t° 

^5^y-i->f^) -2H-^y*/!)y-i-t.y, 
(3 4) 6-y^;v-3- ( 4 - y ^/ufc 0 ^ v 5 ^- 1 ->f ;v) 
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(3 5) 3- (4- (2-tFo^fv'if/V) f^yi/V-l- 

-oiO - 6 -y 2 h-4 y =3f / y y- i -tx, 

(3 6) 8~y^A-3- (4-^f/I'tX7^y-l-/f;l/) 
(3 7) 7-7^^-3- (4- f^v^-l 

-^a) -2H — ( y*; y y- i-sfy, 

(3 8) 3 - ( 4 -y ^A i^V - 1 -'f A) - 5 - = h P - 

10 (39) 5-T^y~3- (4-y^Afc°^7i^-l-^A) -2H--T 

y^y y itK#^, 

(41) 3 - [4 - (2-tFo * ->^^/U) t°-<7 v>^- 1 - 

-Ya] - 8 - y =t>v- 2 H — 4 y J V y- l - 

(43) 3 - [4 - (2-t Ko^r v-oi^-A) fXL^ v 5 > - 1 - 

15 -y a ] - 7- y^-/u--iH-^y^yy^-i-^-^ s 

(62) 3 - {4- [2- (fc°-<y v^-l—fA) J^A] t°^<7i>^- 

(63) 3 - {4 - [3 - (f^y i>y- 1 -"fA) :/ntfA] 
20 ( 6 5 ) 3 - { 4 - [ 4 - ( t 8 ^ y y - 1 - ^ AO ^TvV] f 

(66) 3 - {4 - [5 - ( t°-< y 1 A) -<>^A] 

\?^-7 i?y - i - 4 ;v] - 2H-^y^/!iy-i-ty, 

(6 9) 5-y^A-3- [4- (4-^*yy) f^y v^-l—YA] 

25 -2H-^y^yyy-i-ty, 

(70) 5-y^A-3 - {4 - [2 - ( t°^< y ^ >- - 1 - ^ A) 
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(71) 5 - y f-fV- 3 - { 4 - [ 3 ■ 

(72) 5 - y ?-/W- 3 - { 4 - [5 

(73) 5 - y fvl>- 3 - { 4 - [4 



- ( y 5? V- 1 ->f JV) 

2H-4 ; v y- 1 - 



10 ( 7 4 ) 5 - y 3 - {4 - [4 

f^y i^X-.l ->f A*) -2H- 
(75) 5 - y 3 - ( 4 - (4 

!/y-i-ty, 

15 (76) 7-^P^-3-{4-[4 

(77) 5-^ph-3-{4-[4 

20 

(78) 5-7'pt-3 - {4 - [4 
(80) 5-^up-3 - {4- [4- (4-^e/V^yy) ^ 

25 ;v] ^^7^y-i-^/H - 2H-o^y^-i-ty, 
(si) 3 - (^pv?y-4-^f;H - 2H--ry^yy^- 

(8 2) 3- a-y^At^y ^-4->f^) -2H-^y^/y>- 



- ( 4 -^/v* y j ) 7t 
•-r y * y y ^- 1 

- ( 4 - y f-fr t's<yi?y 

- ( y v 5 ^- i /v) 
H-^y^yy^-i-;*- 

- (t°^y i?y- l ->f a) 
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(83) 3 - ( (4-> ^/ut°^7 1 - J /is) tuu^=^;V) 

(9 0) 3- (3- (v^>f/V7^) ^Pfyw) - 5 - ^/V 
(9 3) 3 - ( >J 4 ->f 7k) - 5-^f/V-2H-f 

y * j y i -^-y^^^s 

(9 5) 5-^pp-3- (1 -^^;l^t°^y v?^- 4--T/1/) -2H-^ 
10 (97) 4-7^-/1^-3- ( fc°^ y 4 /V) -2H- 

(9 8) 3- (l-^f/H^^F^y-4-^/1/) -4-7* = 
(99) 4 - (4-^ h^v^7x^;V) - 3- ( 1 - ;>< 

is y-^^-4-^/v) - 2H-o^-;!)>-i-ty, 

(10 0) 4- (4-^PP7i=/l') - 3- (l-^/l/tV 

y a _ 4 _ ^ 7U ) - 2H-^y^;yy-i-t>\ 

(10 6) 5-7/1^p-3- (l-^f/^^^^y-4-^ 

/v) - 2H-^y^7!)y-i-ty 1 

20 (107) 5-^h^r^-3 - ( 1 - ^f/KX^ ^y - 4 - ^ 

/^ ) - 2H--fy^;yy-i-tys 

(108) 5-t KP^y-3 - ( 1 - ^ =rjk fc 0 ^ y ^- 4 - 

-Y/i') - 2H--fy^/yy-i-ty s 

(110) 5- (4 -^^^7^- 1 ->f/U) -6H-fx; [2, 

25 3-c] t°y 7-;r^ 

(112) 6- (4-^x^t 0 -<7^^-l— fAO -5H-fx; [3, 
2-cj t'})i?y-4-*>', 

(114) 3- U-^fvUf-^v^- 1 -I'/l") -2H-^yX [f] 
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(115) 3- (4-i???-;UTK; t^D v^-l — ( ;V) -2H-- 
X [f ] ^y^/!)y-i-^ 

(116) 3- (4-/^X7-^-1-^^) -2H-^yX[h] 
5 <<V*J V ls-l-Xris s 

(117) 3- (4-^W§; f^y^-i-w^) -2H-^y 

x [h] y^y y^-i-^-^ N 

(12 0) 8-y^;b-2- (tV!)i/y-4-^;U) 

10 (121) 2 - ( 1 - y ^ A- 1° ^ !J v> ^ - 4 - -OW - 8 - y f- 
^-3H-^t/!) ^ - 4 - * ^ N 

(123) 8-yh3r->-2 - (l-^f^f^y^y-^-^ 
AO - 3H-^ty!)y-4-ty, 

(137) 8-y^/V-2- (4-i/>f^75;V^nA^f 

15 y-i-.^/u) - 3H-^t/yy-4-ty > 

(138) 2 - (1-Tiftfv/^P [2. 2. 2~}jr??>-3 

(139) 2 - ( ( 1 - T -f tf > 9 a [2. 2. 2 ] ^ * ^ - 
3 -4 fr) t^fr) -8-^^-3H-^ft/!) V - 4 - tf i/, 

20 ( 1 4 4 ) 8-y^A--2- (2- (-7^x^7 5 7) ^fvV) 
-3H-^t/!i ^ - 4 - tf is N 
(14 5) 8 - y <f-;V- 2 - ( 3 - (v?y f- JVT $ y ) 7°n t°;U) 
-3H-*t/!J ^ - 4 - tf >- , 

(14 6) 8 - y ^-/u- 2 - ( 5 - ( >>y xa-t $ y ) ^y^/W 
25 -3H-^-ty!)y-4-ty, 

(147) 3- (4- (^y^A-r^y) ->yp^^ih^-l- 
-f/w) - 2H-^y^yy^-i-^-^ N &xxf 

(14 8) 3- (3- U-yxA-fc^v^-l— f A-) fcW) -2 
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h— < v v- 1 ; m.mz 

(151) (R) - 3 - (2-fc Kd f /l'- 4 - ^ f/WkVy -^y- i 

— r/v) - v >- 1 -*y. 

(i 5 2) (S) -3 - (2-fc Ka ^i/^ f ^- 4 f^t^7 1 

5 -2H-/fy^y!Jy-i-t^ 

(15 3) 3- ( 3 - t Fo f^- 4 - >f^tV7 ~/y- i 

(15 4) 3- (3 h^W^fc/t'- 4-^^t°-<7^>'- 1--T 

/v) -2H — fy^y 

10 (15 5) 3- (3-*5-A'\t'<7i?ls-l-'(A') -2H-4 }) > 

- 1 -a-^ 

(156) (S) -3- (3-fc Kn^^^vl/^-^^vUfc"^^- 1 

(157) (R) - 3- (3-fc Kp ^f>//f-;V- 4 - ^ r^t^y 9>- 1 

15 -^f^) -2H-^y= 3 r;yy-i-t^ 

(15 8) 3- (l-^fvU^yv^- 4-^) -3, 4-^fcKn- 

2H--r yy-i 

(15.9) 8-^^-2- [2- (vozfvUT^ /) 

tyyy-4-t^ 

20 (1 6 2) 3- (3, 5-^^^H'^9i^y-l-^)V) -2H-4V* 
(16 3) 4- U-^TV^^/V) -3- (l-^^f^y v^-4 
(16 4) 4- (4-7;^n7x^v) -3- (l-yf^t^y -yy- 

25 4-^/w) -2H-Yy^y yy-i-ty, 

(16 5) 8-^^-2- (2-fc 0 -<y VJ^JV) -3H-wyy 
(16 6) 8-^5vl—2- [2- (^*yy-4->f/V) -3 
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(16 7) 4- (2-y Y**s7=.=>M -3- (1 -y^/H^U 

(16 8) 4- (3-^X^73i-^) -3- Q-yfvU^IJ v»y-4 

(16 9) 4- (2-^^7=^i;P) -3- ( 1 ^/utV^JI v>V- 4 

--r/^) -2H — ry^/y^-i-^-^ 

(17 0) 4- (3 h^i/7x^) -3- (l-^f;H:Vi;^- 

4-^/v) -2H-^fy^y yy-i-ty, 

10 (17 1) 5-^ h^i/p<^vM-3rv'-3- ( 1 -/^A-f^y i/V- 4 - 

^/i^) -2H — fy^/!)y-i-ty, 

(17 3) 8-^^-2- [5- (^xf^7$y) ^ S S^-)V~\ -3H- 

(17 5) 8-^-^-2- [4- 7*5vV] -3H-^r 

15 

(17 6) 8-^^-2- [3- (t°n U 1 — < JV) -?n\?ti>~\ - 

(17 7) 7- (1 -p^/H^y ^-4-^/U) -6H-1, 6-~f7 

fyi?y-5-^-yi/i ozkg % 

20 (1 7 8 ) 5-^7^-3- (1 -^^t°^y ^y-A-^lV) -2H- 
(17 9) 4-^^-3- (1 -y ^t°^!) ^y-4-^/l^) -2H- 

-fy^;!)y-i-ty, 

(18 0) 5- (v^TVKT^y) -3- (l-^TTUfcV*!)^-^-^ 

25 ;v) -2H-^y^/!)y-i-ty 

(181) 5-75 7-3- (1 -^f-/^^°-<V^y-4-4M -2H- 

-r y^y yy-i 

(18 2) 4- (2-7;^P7x=/V) -3- ( 1 ^/Vt 0 ^ U i^y- 
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4->r/u) -2H-^fy^;!)y-i-^ 

(18 3) 7-^nn-3- ( 1 - ^^W^V W- 4 -4M -2H- 
(18 4) 5-fc (l-p^A-k^y i?^-4->f/l>) -3, 

5 4 - 5?t Ko - 2 H-'f y*; y y- 1 - ty, 

' (185) 5-y (3-^f/l-7 5yynt:» 

(18 6) 5-tFo^>-3- (3-^W^y7°nt» -2H- 
10 (187) =¥i/y ^/V^* V- 3 - ( 4 - v 5 ^ 5vVT 5 7 ^^) 

- 2 h--t y^-yyy-i 

(18 8) 5-tKP^y-3- (4-^W5/^) -2H-^ 
(18 9) 5-tKn^-3- (2- (k°^y 1 ^fvV) 

15 -2H-^fy^y yy-i-tv, 

(19 0) 3- (1-y^-l, 2, 3, 6-fh7tKn^yyy-4 

--CaO -2H-fy^/yy-i-ty 

(19 1) 3- (i-'<yi?;i'\?'<9i?y-3-'(A') -2H — (y*;v 
y- l -*is s 

20 (192) 3- a-y^k^y v?y-3— r/v) -2H--fy^yyy 

- i 

(19 3) 3- (1-y^/V-l, 2, 3, 6-7h7tKa^y^-5 

— f/w) -2H-^y^/yy-i-ty 

(19 4) 3- (3-t KP^^f/V^r^y-l-^/I/) -2H-4 

25 y^y yy-i-ty, 

(19 5) 3- Kn^yyf^^7^y-i— r^) 
-2K-^y*y y >- 1 -^-^ 

(19 6) 3- (3 -k Kn^-yyf/V'-4-7°P t>t^7v?y- l --f 
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/V) -2H — r V*J V >- 1 
(19 7) 3- 3 -t Kn^-v^^f ;V^7i/y- l -/f 

)v) -2H-4 y^y y>-i-ty, 

(19 8) 5 3 - (3-fc Kn^y^t^-yv^-l-y^) 

5 - 2H— r y^y y y- i -a-y\ 

(19 9) 5-7^^-3- (3-t Fn^^f;V-4-^^^7^ 

y-i-y/w) -2H-- fy^y yy-i-af->\ 
(200) 3- (4-t o -^y yy t°^y — i — r/i') - 2H-y y^y 
y y- i -^-y, 

10 (2 0 1) 3- (3-t Kp^ptf-zuf^y -y>-. 1 -2H — f 

y*y y y- l ~^-y % 

(2 0 2) 3 - (3- (v>y ?vu#/w^y^) fcV^ys^-i-^/u) _ 
(2 0 3) 3- (3-tKo^f^-4 — f y^/Vf^y^y- 1 - 

15 y/u) -2H-y y^y y y- 1 -^-y % 

(204) 3- [4- (v^y^viyrsy) y'fvy) -2H-^y^yyy- 
i -^-y N 

(2 0 5) 5-y/^P-3- (3-t Ko^y^f^-4-^f/l/tV7 
20 ( 2 0 6 ) 3- (3- (^f^7§/^f/U) tvsy^y-i — r/W - 

2H-y y^y y y- 1 -;*-y, 

(2 0 7) 3 - (1 -y ^/Hf^y i?ls-4-4M -2H- 

y y^y y y- 1 -^-y N 

(2 0 8) 7-y^/u-3- (l-y^vvt'wy -yy-4-yA-) -2H- 
25 -{y^f/yy-i-ty 

(2 0 9) 8-y^/l— 3- (1 -y^t'^y S?V-4 — f/W) -2H- 

y y^y y y- 1 -^-y, 

(210) 7-y b^f;^^-3- (i-y^t°^y > ? y-4- 
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(2 11) 7-tKo^-3- (l-^^t°^y <>V) -2 

(212) (S) -3- (3-t Vu^i^^f-jU-4-^^-^-<y^y- 1 
5 -^^) -5-^f;V-2H-^y^7!)y-l-ty, 

(2 13) 3- (3- (t°P U 1 OlO yntVW) -2H-- fy^f 

y y y-i -3-y\ 

(214) 5-^nn-3- ( 3 - 1 Ko 4 -y f/V^7 v 5 

y-i--T/v) -2H — fy^yyy-i-ty, 

10 (2 16) 3- [3- (fc°^y 1 -4M 7°atW] -2H--T y=3r 

(2 17) 5-tKD^>-3- (3- (t°P y v 5 ^- 1 -I'/H 7°ntVw) 

- y*y y>-i 

(2 18) 5-^^-3- [2- (t'^y v 5 ^- 1 /V) if^] -2 

15 n-jy*; yy-i-;r>\ 

(219) 3- [2- (t°^y i?y- i — f/^) sf/u] -2H — fy=¥y 

(2 2 0) 3- [2- (t°ny>?^-l— T/W) -2H-^y^y 

yy-i-;^ 

20 ( 2 2 1) 5-^f-/U~3~ [2- (t°n y v^y- 1 --f/l^) af^] -2 

h — f y^y y y- 1 -^-y % 

(2 2 2) 5-y^/V-3- [3- (t°a y v>- 1 -*f7l>) 7°nt°/V-l 
(2 2 3) 1, 5-ybFo-6- (1-y^vV-l, 2, 3, 6 — r h 7 

25 t tf^yp [4, 3-c] try 4 

(224) n, N--yy^-3- (l-yf/i/t^y-yy-i-^/u) - 
2H- i -#*y-t y*y y ^-5-#^>i^ v i / 4fcttM%o. 

(225) 3- -2 
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H-«(y*; v y- 1 -*yz/ ' timwto, 

(2 2 6) 5-^5vl--3- (t^^t -2 

< (y*s v y- 1 -iry\/2^Wa, • 

(2 2 7) 3- (1 -y^fc^y vy- 1 -^) -2H-l-^y^ 
(2 2 8) 5-^^/1—3- [3- (t°^U i?y- I -J;v) -fnM'jV] - 

2H-- r y=¥/ y y- 1 -*y % 

(229) 3- (i?^f;i/7 5;) y^-2H-^y^/yy-i-ty s 

(2 3 0) 3- [U-y^vVfc^^y-l-^/l/) 

io v y-i-#y, 

(2 3i) 3- (t°^y >vy?yu) -2H-4 y*; yy-i-3-y, 

(232) 3- [(^/UTisV y-i-y/i-) *?7i/] -2H-^y^y y>-- 
i -a-^ 

(233) 3- [(^tf^y^-i-^/b) -2H--ry^/y 

15 y-l-;f>\ 

(2 3 4) 3- [3- (*^t s ^>J^-l-^^) T'ntVl^] -2H- f 

y^y y ^- 1 -;*-y, 

(2 3 5) 3- (l --x^yr^i'A'fc^y — f/v) -5-y^vl/ 
-2H-4y*; vy~i-*yi/4*ttim, 

20 (2 3 6) 3- (4-y^/l— 3-^r^y t'^yi/^- 1-^;V) -5-y 

f^-2H-^ y^y y y- i o?x#», 

(2 3 7) 3- (1 -T^y t"-<y ^^-4-^/V) -5-yf;W2H- 

^y^fyyy-i-ty 

(2 3 8) 3- (1- (y ^y^/WiN-^T5/) k°-<y v ? y-4--l'7U) 

25 -5-yf/i/-2H — fy^/yy-i-ty 

(2 3 9) 3- (1 -hy y/^nTir hT5/t°-<y^^-4— f/V) - 
5-^f/u-2H-^yJr;!Jy-i-Ty N 

(2 4 0) 3- [2- (^t°-<]) i^y-i-y^) ^)V\ -2H-^y 
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(24 1) n- (5-^f^-2H-i-^y^y^/yV-3-^;w) 

-2- (v^^T^y) Tir^^ K\ 
(24 3) N- (5-^f;v-2H-l-^y^y^r/!Jy-3-^;V) 
5 -3- (^f^T?;) ^o^7 5K, 

(244) 3- (l-^f;l/7^/tV^i5y-4-^) _ 5 _^ /V , 

-2H-- r y^y y 

(24 5) n- (5 -y^/w- 2H- 1 -tf-$py>r y*y y 
-4- (^y^vvr^y) t^^tsk, 
10 (2 4 6) n- ( 2 h- 1 - t^y^ y y y- 3 -y ^) -4- 
y) y^y7 5 h\ 

(2 4 7) 3- (4-yf/l'-2-^y^7^-l — i Ad -2H- 

>r y^-y y ^- 1 

(248) 5-y^/w-3- (1 -y^/vfc-n y ^^-3-^^) -2H- 
15 ^y^/!)y-i-ty fc^i/ 

(2 4 9) 3- (l-^f/H: 0 n!)i/y-3 — f/W) -2H—fy^r/!Jy 

(1) 5-y^-3- (4-y^t°-<7v J v- 1 -> r/u) -2H-- ry 
20 yy-i-^y, 

(3) 3- (4-^f^7;/tX^^y-i-^;k) -2H 

(4) 3- (3-t Ko^yyf/V-4-^f;H:V7i;y-i 
25 (12) 5 -y 5^/^-3- (4-^yf^7^y tViji?y-i 

->r/i^) - 2H-^f,y^y j)y-i-ty, 
(19) 5-k Fn^fy-3 - ( 4 - y ^ /u tr^ 7 ^ y - 1 - 4 
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(82) 3- (i-y^t°-<y s?y-4-< tfr) -2H-y y^y y y- 

(9 0) 3- (3- (^^f/U7^7) /Pt°^) 

-2H-y y=*-y y y - l 

5 (9 8) 3- ( 1 - y f/VtV «) v>y- 4 ->f /V) -4-y-n 

^-2H-^y^y y y- i 7X#^P^j, 

(10 8) 5-t Fp#->-3 - ( 1 - y ^ /l/fc 0 ^ y v> y - 4 - 
(12 1) 2- (l-y^f^y 's^-A-JiV) -8-yf/V-3H- 

io ^rt/!Jy-4-^; tt;i: 

(1 5 6) (S) -3- (3-t Kn^y^/U-4-y ^fc'^y^y- 1 
(17 8) 5-^^-3- (1 -yfvUt^y v ? >-4— T/V) -2H- 

-f y^y y y- 1 -sj-y, 

15 (181) 5-757-3- (l-^^vUf^y v?^-4— YAO -2H- 

y^y y y- 1 -ty 

(18 6) 5-fc Kn^y-3- (3-v^y f-/VT% tVl") -2H- 

y y*y y y- 1 -^yjtfflWft, 

(18 9) 5-tKn^-3- (2- (t°-<y >?y- i-y/H ^?yi/) 
20 - 2H-y y^y y y- i -;<}-y, &£t/ 

(2 12) (S) - 3- (3-fc KP^f/V- 4-y^vVt?^yv?y- 1 

-y/v) -5-^f/w-2H-^f y^y y y- 1 -^yasw^tk ■f-xrk 
(8 2) 3- (i -y^/ut°-<y s?y- 4-^/1") - 2H-- r y^y y y- 
i -7t>i/57kmm, 
25 (9 0) 3- (3- (-yy^^T^y) /ntVV) -5-yf^ 

(10 8) 5-tKo^>-3- (i -y^vuf^y v?y-4-y^) -2 
H-y y =^y y y- 1 -^-y ; 
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(15 6) (S) -3- (3-fc Fo^^f^-4-^f/V^7^y- 1 
(17 8) 5-^^-3- (l-^^/Vt°^y i?y-4-'(A') -2H- 

y^y y y- i 

5 (181) 5-T^y-3- -2H- 

-^y^y !iy- i ' 

(18 6) 5-kKo^-3- (3-^W^7*n tVl*) -2H- 

-fy^yyy-i-tySSti, 

(18 9) 5-tKB^V-3- (2- (f^JJ S^f- 1 -^f/u) 

io - 2 h-^ y^y y 1 4oit^ 

(212) (S) - 3- (3-t K n ^E-y ^ f 4 - ^ f ;!/k'^7 i?y- 1 

ov) -5-yf-/i— 2H-- r y^y y i-Jri/tm^w 

-jR^ (I) fc^T, 

15 j5Mtoft&—mm&&7i<^ 

MA r tfS^Vifyai&^U 

X 7)>fi^S £ L T t>. <£ ^ 7 ^ =/H?ffe $ tit V ^ T i V ^mmi"f)\ 
Ytf- (CH 2 ) m - (^ m«0 £fctel~l OOmk&TFt) Sr^U 

fleeter ^ y 
R*ss?r/i'^/vr$y*fcr±±iE^; (b) 

25 t^0~3©I|^f, 

(8 2) 3- (l-y^/vt^y -2H-^ry^y y y- 
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1 -^l/5 7k#MK 

(108) 5-fc Kn*i/-3- ( 1 - * 7-;vt°^<y i?y- 4 - 
(12 1) 2- (1 -tT-Jlst'^) i?y-4-4/v) -8-"> f/V-3H- 

(I) fc*5^T, 
10 fAr^yfyf^U 

Y#- (CH 2 ) m - (5£nK m«0tfc«l~l 0£O»^^1-) 

15 S'SfcliTS / Sr^U 

RiSi?7;^7 5 y ^fcfi±ES: (a) 

t ^ 0 ~ 3 (D^^t&TFto 

20 R 6 ^7)c^ s ^7/^7^ ^7c{iT^^^i- 0 ) 4r*i--fb'fr*«:$ 6 

(15 6) (S) -3- (3-fc Kn^rix^f-/V-4-^^t 0 -<7^>- 1 

->r/v) -2H->fy*;!)y-i-*y > 

(2 12) (S) - 3- (3-t Ko^Wf^-4-^f/H:V7^- 1 

25 -^/O -5-^f/i'-2H-^y^; y ^-i-^jW^lvn, 

-jK (I) fcl*5^T,- 
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Y#- (CH 2 ) m - (5£tf\ m{i0^fc{±l~i O^S^^i") 

5 R 2 ^zK^^r^:L, 

R^TVI^/KT^ 7 , ^fcfi±fe^ (a) 

t ^ 0 ~ 3 O^ic?r^i-o 

(1) 5-^^-3- (4-^f/H^^7v ! y- 1 — Y /l") -2H-^y 
15 R^WfttXS, iAr ^-O-tf^gtlrfc^ Tlfl^C (III) 



0 




(III) 



' (I) ©Mfci^^glifft I ? LTIJi« (M 

(I) Oft^isi^t^gliift 1 9 o^K> TkfilJP^ TKfB 
2 7Ktt»> 1/4 7^mm, 1/5 TkttTJP^ 1/10 3/4 
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• ^il'tf (Chem. Ber.) Il02#, 3656-3665 M, 19 

io 6 9*mcE«w>-«S; (i) (A*, j ttaHftW^ &Sfli§c^ a 

fi^jbf±-^(i^v^^5)iSiil^/Tt) (2) <o\Y&m 

*im* v v^.mmm* v<?^s torn? t v mm^m-r v v v a, 
mm-r b y mm* v *mt-r v v 9 a, y ? a, 
15 h y ? A^^o^^{k^±-MMv>btio3i^MSco#fiT 

— ;vt£g(DT>Vzi~- -<>~t?v s ^ f-;v&A'J*T 

©ftS-iSIBt*^) M^bjfeKoJKIEfiftTO. l (6 

20 #) ~4 8tf«c-fr5^i:l:J:ot-K (3) ©fl^J&fc#©:: 
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(4) (Dit&m (^/iAr, R i &£x$R z \immhmmx*hv) 

fe!&<DWm&&T*0. 1 (6#) ~4 8H»P7'f K (5) tRfoiS^t 

5*CJ;oT-^ (6) oft^^t#o„ tti^T-jKa; (6) <Dft^#i£ 

io r>^^K^i/K\ ^A^H^^h^rv-K. k y ^y^i^, mm 
*y?^x ^7X*^y^^, «-^hy!7^, ^Tknt-^hy ^ wm 

i£S©#£ETs HJSOit^T^ia^L^V^^^^ ^V-if^ p7lo:> x 
15 ^v-W, ^f;l/^A7U\ ^^vkX/l^^K, N-7<^-2 

oaiMj^TO. 1 (6#) ~4 8H«^-ft-M (7) iZijkVtcfc 



20 
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-« (8) <D\Y&m Alkf«tl-4(D7;^^t) 

10 afflfc-l, 0. 1 (6ft) ~4 8I^P43S^$it 

5 - i -e-asa; (9) ©ft^^ort^TlOo -JKS; (9) ©ffrB^ 

©lifitt-^ (2) <Di\&mkO. 1 (6#) ~4 8«m 
- t X*-f®& (10 ) tjJS-C'tS. 




(11) (13) 



20 (11) OfcSm (Stf, R 3 te7kH, T;^/K Stfcg&^LTl^ 
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2) ojt:'a-#3^n-7^^y^!>A % yf!)A-^yyp^7 5K y^ 

>\ 1, <K -7 8°C 

^^I©«i&lT*0. 1 (6#) ~4 8Hf«$t5|:iaoT-jK 
io (13) ©^4fe*#5*is-e#5„ 




(11') (13) 



— jR& (li') ^{fc-B^ (3;*, j2 (it kp*v\ r$y % *;7^ 
15 /UT ^ J {R 2 \^miZ>VT;i<*/VT%; tmM) *7jk-t) k~fl9& (12) 

i/^/ur =■ h\ y ^ 9 a tf * h y y f/vi/ y ^ Kfc ^ (D^m&tfMk^ 

20 i, $.tznzint>(D&M<om&mmftb°) <f\ -7 8°c^ 

b^^Stt^fO. 1 (6#) ~4 8«fWSlS$*5*KlJ:oT-jR5S; 
(13) 0ffrg*fc#3*#-t?t5. 
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o &u ewpj, mmk %\mu ftwtk mmmiftti 

m t m ^ * if t ^-a- l xmm-r z>^k&x%z> 0 ma o mm 
&4-#M£LTte, ism. mm> mm, tw&u ^^^j^^©±ibl 

tftx%. S#<£«^M, fc-S^M. 

teiEfl§I*!l^ $J0. 0 1~50mg/A/B, »tU<tt0. 0 1~2 0m 
g/A/0S-^$tbs £ fcM P l$ 0. 0 1~1 5 Omg/A/B, *? 

25 *L<fiO. 1~1 0 Omg/A/0^^tb5^i^g*LV\ 

*is 0j 1 1 r. n e> £ <£ (3 fa h w% £ n z> ^ <d xi$ ft v \ ^: -e^-t j fit <d 
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mmmi 

f/UtV7^y2m 1 1 2 0 "CX* 4 H3f^»Jt#Lfc<> RJ»7 

5-*fvi/-3- (4-^f/ut^7^- 1 — f-rt") -2H-' TV 
10 ^/!Jy-l-tyO. 3 7 3 g£#7t„ gt£l 8 6- 1 8 8°C/#$. 1 
H-NMR (4 0 0MHz, CDC 1 3 ) d : 2. 4 1 (3H, s) , 2. 4 
7 (3H, s) , 2. 6 0-2. 6 5 (4H, m) , 3. 30-3. 3 7 (4 
H, m) , 5. 7 8 (1H, s) , 7. 18 ( 1 H, t, J = 8Hz) , 7. 
40 (1H, d, J=8Hz) , 8. 13 (1H, d, J = 8Hz) , 1 1. 
15 3 9 (1 H, b r S) . 

K'uyi?y2ml%m^xmMMikmmzfcl&Zfi\<\ 3- (3-v^^- 
/vr ^ j t?» y v^- 1 -^) - 2H-' r y^v yy—i - tyi 9 5m 

20 g^|fc.il23 3-2 3 4°C/^. 'H-NMR (400MHz, CD 
CI 3 ) 6:2. 29-2. 33 (2H, m) , 2. 40 (6H, s) , 2. 
98 (1H, brS) , 3. 4 0-3. 5 0 (2H, m) , 3. 57-3. 
70 (2H, m) , 5. 38 ( 1 H, s), 7. 08 (1H, t, J=8H 
z) , 7. 26-7. 29 (1H, m) , 7. 43-7. 47 (1H, m) , 

25 8. 1 4 (1H, d, J = 8Hz) , 9. 95 ( 1 H, brS) . 
HJSfliJ 3 
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3-^od-2h--y y^y v is- i-*y 1. o g , 

;vr^ y 1°-<!; 1 ->f/u) -2H-^y^-yyy-i-ty3 8 3m 

g*#fc. I^2 0 4-2 0 5°C/M. 1 H — NMR (4 0 0MHz, CD 
5 C 1 3 ) 5:1. 71-1. 74 (4H, m) , 1. 97-2. 0 0 (2H, 
m), 2. 36 (6H, s), 2. 76-2. 82 (2H, m), 3. 70 
-7. 73 (2H, m), 5. 76 (1H, s), 7. 38 (1H, d, J 
= 8Hz) , 7. 54 (1H, t, J = 8Hz) , 8. 25 (1H, d, J 
= 8Hz) , 9. 9 8 (1H, brS) . 
10 \ 4 

3~^Dn-2H--fydr/yy-l-^l. Og, 2-tFn^v'^ 
;V-l-y^t 0 -<7> ? ^2. 0 g£JEt^T||;Ml kmm^RfoZlt. 3 
- (3-b: Kn^rv-^^-4-^^t 0 ^7v J V- 1 -- f/V) -2H--f 

y^y y^- 1-^5 9 mg£#fc 0 st£i 93-1 9 4°c/^?. x h- 

15 NMR (4 00MHz, CDC1 3 ) 6:2. 50 (3H, s) , 2. 64- 
2. 70 (2H, m) , 2. 95-3. 05 (2H, m) , 3. 30-3. 
35 (2H, to) , 3. 4 3-3. 4 6 (2H, m) , 3. 73 (1H, d, 
J = l 2 Hz) , 4. 07-4. 11 (1H, m), 5. 85 ( 1 H, s), 
7. 31 (1H, t, J = 8Hz), 7. 42 (1H, d, J = 8Hz), 

20 7. 55-7. 58 ( 1 H, m), 8. 26 (1H, d, J = 8Hz) , 1 
1. 89 (1H, brS) . 

mmm 5 

3-^no-2H — ry^y v v-\-irv\. og, 4-7?;t^7^ 
25 y-i-^/i') -2H-^y^-yyy-i-ty^#5. 

H«J6 
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3-^on-2H-fy^yyy-i-tyi. o g , / 

^?^2m i zm^xmrnmi tmmi^R^n^ 3- u-^^f- 

5 3-^nn-2H-'fy^yyy-l-tyi. Og, 4-7 , at'/^V7 

y^V-l-^/u) -2H-^y^!)y-l-^8 1mgl:#fc 0 

2 0 8-2 0 9°C/^- 1 H — NMR (4 0 0MHz, CDC 1 3 ) 5:0. 
9 7 (3H, t, J = 8Hz), 1. 56-1. 60 (4H, m), 2. 68 

10 -2. 6 9 (4H, m), 3. 2 7-3. 2 9 (4H, m), 5. 7 7 (1H, 
s), 7. 27-7. 31 (1H, m), 7. 41 (1H, d , J = 4Hz), 
7. 54-7. 58 (1H, m), 8. 25 ( 1 H, d, J = 4Hz), 10. 

3 0 ( 1 H, b r S). 

mmm 8 

15 3*^op-2H-<y^;yy-i-tyi. og, 4-^^^^./^- 

mg£#fc 0 M2 5 7-2 5 9Vm 'H-NMR (4 0 0MHz, C 
DC1 3 ) 6:2. 90 (3H, s), 3. 39 (4H, brS), 3. 51 
20 (4'H, b r S) , 5. 8 4 ( 1 H, s) , 7. 3 2-7. 3 6 ( 1 H, m) , 

7. 44 (1H, d, J = 8Hz) , 7. 60 (1H, d, J = 8Hz) , 

8. 20 (1H, d, J = 8Hz) , 11. 6 (1H, b r S) . 

3-^on-2H-' <V*tJ V y-l-tVl. Og, 4-a h^iofr/M? 
25 ^fr\?<<9i?>2m 1 fc/H^CHJWil 1 fclWfc^££frv\ 3- (4-^ 
N^i/^/u^/Hr 0 ^^^- 1 -WA') - 2H-^T y=r/ y >-- 1 
8 9 5mg^: 0 jK£ 19 1-19 2°C/#i§?. i H— NMR (4 0 OMH 
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z,'CDCl 3 ) 6:1. 30 (3H, t, J = 4Hz), 3. 26-3. 2 
9 (4H, m) , 3. 56-3. 57 (4H, m) , 4. 17-4. 22 (2 
H, m) , 5. 8 4 (1H, s) , 7. 3 3 ( 1 H, t, J = 8Hz) , 7. 
44 (1H, d, J=4Hz) , 7. 5 8-7. 8 7 (1H, m) , 8. 2 
5 4 (1H, d, J = 8Hz) , 12. 05 (1H, brS). 

l 0 

3-^pp-2H — (y*S Og, 4-^^/W^-^t 0 ^ 

55?V2ml4rffiV^Tlll609l^lP)fil»CSJtS*ftV\ 3- (4-^^*^ 

tv^^y-i — f/w) -2H-^fy^; y y-i-tye 2 3m g £#7c 0 

10 Ml 7 1 - 1 7 2 0 C/^?. 1 H — NMR (4 0 0MHz, CDC 1 3 ) 6 : 

2. 47 (3H, s), 2. 52-2. 54 (2H, m), 2. 71-2. 

74 (2H, m), 2. 89-2. 91 (2H, m), 3. 50-3. 59 
(2H, m) , 3. 71 (2H, m) , 5. 57 ( 1 H, s) , 7. 14 (l 

H, d, J = 8Hz) , 7. 29 (1H, t, J = 8Hz) , 7. 48 (l 
15 H, t, J = 8Hz) , 8. 14 (1H, d, J = 8Hz) , 10. 36 (1 

H, brS) . 

mmm 1 1 

3-^pn-5-^f;V-2H-'fy d r;!)^-l-tyi. 0g % 4-^ 

20 /U-3- (4-^f^tV7i/y-i-^;v) -2H-^y^'Jy- 
1 3 7 g4Sfc 0 1 H— NMR (CDC 1 3 ) d:2. 00-2. 

09 (2H, m), 2. 41 (3H+3H, S), 2. 5 8-2. 6 5 (2H, 
m), 2. 7 5-2. 8 3 (2H, m), 3. 5 5-3. 6 0 ( 2 H, m), 3. 
61-3. 68 (2H, m), 5. 50 (1H, s), 7. 03 ( 1 H, t, 

25 J=8Hz), 7. 33 (1H, d, J = 7Hz), 8. 06 ( 1 H, d, J 
= 8Hz), 10.10 (1H, b r S). 

mmm 1 2 



105 



WO 02/094790 



PCT/JP02/04995 



3-^pp-5-^f^-2H-' <V*J y V-\-iTV\. Og. A-*J 
^7-;VT% J t°^y ^2m 1 ^j^THM 1 £EI£!lz:Rf&£?TV\ 5 - 
(4-^W5; t:'^ v^-l-^) -2H — fy^r 
y rj ^_ ! ! . i 7 g £#f Co 2 17-21 1 

5 H-NMR (400MHz, DMSO-.d 6 ) d:l. 44-1. 55 (2H, 
m) , 1. 7 6- 1. 8 4 (2H, m) , 2. 19 (6H, s) , 2. 15 
-2. 22 (1H, m) , 2. 39 (3H, s) , 2. 6 5-2. 7 2 (2 
H, m) , 3. 6 5-3. 7 2 ( 2 H, m) , 5. 6 5 (1H, s) , 7. 
19 (1H, t, J=8Hz) , 7. 39 ( 1 H, d, J = 7Hz) , 7. 

10 8 8 (1H, d, J = 8Hz) , 11. 13 ( 1 H, b r S) 

mmm 1 3 . 

3-^pp-5-^f;>-2H--fy^/!)y-i-tyi. o g ; 3-v 5 

^f/uj^y trn y s?y2m 1 &H^XMMffl 1 fclHH^Sf&«r^fV\ 3 - 
(3_^ W ^; fp y 1-4,1,) -5-^f/V-2H-^ y^r 

15 y jjy- 1-tyO. 1 5 g^ifc. 'H-NMR (DMSO-d 6 ) d : 1. 

7 2- 1. 8 3 (1H, m), 2. 01-2. 16 ( 1 H, m), 2. 1 

8 (6H, s), 2. 32 (3H, s), 2. 7 0-2. 7 8 ( 1 H, m), 
3. 14-3. 19 (1H, m), 3. 2 9-3. 3 8 ( 1 H, m), 3. 

4 6-3. 5 9 (2H, m), 5. 22 ( 1 H, s), 6. 90 ( 1 H, 
20 t, J=8Hz), 7. 28 (lH, d, J = 7Hz), 7. 80 (1H, 

d, J=8Hz), 10.64 (1H, b r S). 

mmm 1 4 

3-^an-5-^^-2H-^y^;!Jy-i-tyi. Og. ^/W* 

!)y2ml»^IMH^WMl/\ 5-^^-3- (4- 

25 ^/w*yy) -2H-^y^r/yy-i-tyo. 4 3 g £#fc 0 'h-nm 

R (CDC 1 3 ) d : 1. 6 8- 1. 8 0 (2H, m), 1. 95-2. 

05 (2H, m), 2. 3 5-2. 4 3 ( 1 H, m), 2. 46 (3H, 
s), 2. 5 6-2. 6 3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 
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3. 7 0-3. 8 0 (6H, m), 5. 78 ( 1 H, s), 7. 16 (1 
H, t, J=8Hz), 7. 39 (1H, d, J = 7Hz), 8. 13 (1 

H, d, J = 8Hz), 11. 64 (1H, brS). 

mt&m 15 

5 3-^DP-5-^f;V-2H--{y^/!Jy-l-^l. Og, 4-7 
*y t , ^7^y2ml^ffl^TMil fcRttfc:EJSiM?V\ 3- (4-7 
^ y fc^y^y- 1 -5-^f;l/-2H — ( V$rJ V V- 1 -^"^ 

1 6 

10 3-^np-5-^f;l/-2H — f V =¥y V V- 1 -irV 1 . Og, 4-v 5 
^f^7^/t"'<7^>'2ml £^-CH;S£#!! 1 £ l^iiCS/fc^T^ 3- 
( 4 - v>y ^7 5 7 fcV<5 ^ V- 1 -4 >V) - 5 - y fvV- 

J V >~ 1 -^-V^#5o 

Will 7 

15 3-^np-5-^f;l/-2H-^y^/yy-l-t>l. Og, 4-t 
Kn^i/t^y >>>2 g£JH^TldS0!ll bfflmzfclfc%:ftl\ 3- (4- 
t Ko^rS/t^y 1 — <>V) - 5 ->f/I/-2H-'f y3v y >-- 1 

-^O. 2 1g^#f: t 1 H — NMR (DMSO-d 6 ) d: 1. 40- 

I. 55 (2H, m), 1. 7 5- 1. 8 0 (2H, m), 2. 37 (3 
20 H, s), 2. 8 0-2. 9 0 (2H, m), 3. 4 0-3. 5 5 (2H, 

m), 3. 5 6-3. 6 5 (1H, m), 4. 70 ( 1 H, d, J = 4H 
z), 5. .64 (1H, s), 7. 07 ( 1 H, t, J = 8Hz), 7. 
37 (1H, d, J = 7Hz), 7. 86 ( 1 H, d, J = 8Hz), 1 

1 . 10 (1H, brS). 

25 mm 1 8 

2 - 5/7 y y 3 -y > ^ v^Ml^^ lO. 0 g £ y n n ^/l-A 
5 0ml &J;tfy ^y-/U5 Oml {C*§$?U Tk^T^^'^^PAt ja/u 
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^/W-fe h 5: ?-jy>4&W&. l 2 g £#fc 0 2 h 

5 lt»j»U TlC^TT'l-^^f^v 5 ^ (4. 6ml) <D*$J—)^ 
MTU MT—MWLfco KJ»T^ »HUV!)*y 
/l^P-? h^y^-Tit^U 5-^h^r~>-3- (4-^f/l-t^7> ! 

^-1— <jv) -2H-^y^yyy-i-ty3. o g £#fc„ 1 h-nm 

R (4 0 0MHz, CDCI3) 5 : 2. 44 ( 3 H, s) , 2. 70-2. 
10 8 0 (4H, m) , 3. 3 0-3. 4 0 (4H, m) , 3. 94 (3H, s) , 
6. 12 (1H, s) , 6. 98 (1H, d, J=8Hz) , 7. 21 (l 
H, t, J=8Hz), 7. 83 (1H, d, J = 8Hz), 11. 23 (l 
H, brS) . 

mmm 1 9 

15 »Jl8t#btlfc5-^h^->-3- (4->f^7^-l-^ 
/V) -2H--fy*;!)V-l-*^2. Og^|Wf^40mll^ 
Mb, - 7 8 °Cl?Hjl:W ? * ( 4 . 2ml) MT? 2 0 TO# 

^nn*;bA : ^^/-/V=l 0 : 1 «fEtb#£ 

SIS Lfc 0 m h frtcffiM, &mWt*. f/uvm U5-kKn^-3- (4 
-^f/V^^-l-'f^) - 2H--T V*J V y- 1-^0. lg 
25 £#fc e 1 H — NMR (4 0 0MHz, DMSO-d 6 ) d : 2. 2 1 (3H, 
s), 2. 3 9-2. 4 9 (4H, m), 3. 05-3. 12 (4H, m), 5. 
84 (1H, s), 6. 95 (1H, d, J=8Hz), 7. 04 (1H, t, 
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J = 8Hz), 7. 48 (1H. d, J = 8Hz), 9. 87 (1H, brS), 
11. 0 6 (1H, s). 

mmm 2 0 

3-^PD-5-7;l/to-2H — V >~ O g> 4- 

5 *3-;v\?s<7*si/2 z^m^xnmmi trnm^Rfczn^, 

-3- u-y^vn^yv^- \~^)v) -2H-- ry^y y y- 1-^- 

>5 7 8mg^#fc 0 1^238-23 9°C/#fi?. 'H-NMR (4 0 OM 
Hz, CDC 1 3 ) 5:2. 41 (3H, s), 2. 65-2. 67 (4H, 
m), 3. 62-3. 50 (4H, m), 5. 92 (1H, s), 7. 17 
10 ~7. 29 (3H, m), 8. 02 (1H, d, J = 8Hz), 10. 87 
(1H, b r S) . 

mmm 2 1 

3, 5-^on-2H-^y^/!)y-i-tyi. o gN 4-y^/v-t 0 

^7^2 g%m^xmMffli kmmzRj&%ft\,\ 5-^0-3- (4 

15' -y f-;V\fy<y^ly- 1 -^/U) -2H-^y^!)y-l-^6 1 8m 
g£*#7c 0 i^2 3 0-2 3 lV^H. X H — NMR (4 0 0 MHz, CD 
Cl 3 ) S : 2. 42 (3H, s) , 2. 6 6-2. 6 8 (4H, m) , 3. 
3 6-3. 5 0 (4H, m) , 6. 0 7 ( 1 H, s) , 7. 18 (1H, t, 
J = 8Hz) , 7. 63 (1H, d, J = 8Hz) , 8. 16 (1H, d, 

20 J = 8Hz), 11. 12 (1H, brS). 

mmm 2 2 

5-7'D ; e-3-^op-2H-fy^/yy-i-tyi. Og, 4-y 

■f-;vt°^^y2 gzm^xmmmi tmm\zR}t^n^\ 5-7*0^-3 

- (4-y^t°-<7> ? y- 1 -4M -2H-4 y*; v 

25 #t„ K2 4 0-2 4 1tA1|. X H — NMR (4 0 0MHz, CDC1 
3 ) 5:2. 42 (3H, s), 2. 66-2. 80 (4H, m), 3. 37 
-3. 39 (4H, m), 6. 05 (1H, s), 7. 12 (1H, dd, 
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J = 8, 4 Hz) , 7. 82 (1H, d, J = 8Hz), 8. 20 (1H, 
d, J = 8Hz) , 11. 24 (1H, b r S) 
III 2 3 

3, 8-^np-2H-^y^;uy-i-^-yi. o g , 

5 ^7^2 g^^Tllil ^I(CHft^tfV\ 8-^0P-3- (4 

-^^/wtf^yv^y- 1 — r/v) -2H-^y^y!Jy-i-tyo. 5 6 

g£#fc. 1 H — NMR (4 0 0MHz, CDC 1 3 ) 5 :2. 4 0 (3H, 
s) , 2. 6 3-2. 6 6 (4H, m) , 3. 3 5-3. 4 2 (4H, m) , 
5. 70 (1H, s), 7. 21 (1H, dd, J = lHz, 7Hz), 7. 
10 26 (1H, dd, J = lHz, 8Hz) , 7. 36 (1H, t, J = 8H 
z), 11. 14(1 H, brS) 
^MM 2 4 

3-^nn-7-^/V-2H-^y^r/!Jy-l-tyi. Og, 4-t 

^;vt°^7^2 z%m^xm&m \ tmm\^^n^\ 7-^^-3 

15 - 1 -4^) -2H— Y y^y y ^-1-3-^0. 

2 3 g£#fc 0 'H-NMR (40 0MHz, CDC 1 3 ) 6:2. 4 5 (3 
H, s), 2. 49 (3H, s), 2. 68-2. 9 2 (4H, m), 3. 30 
-3. 45 (4H, m), 5. 77 ( 1 H, s), 7. 32 ( 1 H, d, J = 
8Hz), 7. 40 (1H, d, J = 8Hz), 8. 02 ( 1 H, s), 10. 
20 7 9 (1H, b r S) 

mmm 2 5 

3-^on-2H-Yy^/!/y-i-tyi. Og N 4-^ 

^-/v\f^y^y2 z^m^xmrnmi bmmz&j&%n\,\ 7 3 

- (4-^fMV7i/y-i-^;V)-2H-^y^r/ ]) 
25 6 6 g^m± a 1 H — NMR (4 0 OMH z, DMSO- d 6 ) 5:2. 2 1 
(3H, s) , 2. 3 9-2. 48 (4H, m) , 3. 06-3. 15 (4 
H, m) , 5. 80 (1H, s), 7. 41 (1H, d, J = 8Hz), 7. 
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65 ( 1 H, d, J = 9 H z ) , 8. 06 ( 1 H, s), 11. 29 (1H, 
brS) . 

mmm 2 6 

5 1 8 1 mw<<DWift%ft^ 3 - (4 - x/i'T $ y t°-< y 5?^- 1 --r 
a 2 7 

5 — ;?« h^rix— 3 — (4-^f/H;^7^-l-^^) -2H--Tydr/ 

10 ity-i-sf/i-) -2H-jy*y v y-i-*y%m^mMMi 9 km 

«©*fE«rff 5 - fc. Kp = 3 r">- 3 - ( 4 - i?/ <5-)VT 5 / tV< y 1 
H«J 2 8 

3-^op-5-7^o-2H-^y^;!Jy-l-tyi. Og, 4- 
15 5vU7 $yt"^y 2 g SrfflVNTlQtW 1 t ra*fcR£4rfTV\ 5 - 
7/W^-ta-3- (4-^^/WT$y t°^y v^- 1 -WW) -2H--f y 
^/!Jy-l-tyO. 2 4g^#fc 6 1 H — NMR (4 0 0MHz, CDC 
1 3 ) 5:1. 71-1. 8 0(2 H, m) , 2. 00-2. 0 5 (2 H, m) , 

2. 37 (6H, s) , 2. 3 5-2. 4 0 ( 1 H, m) , 2. 80-2. 
20 9 0 ( 2H, m) , 3. 8 0-3. 8 6 (2H, m) , 5. 9 1 ( 1 H, s) , 

7. 13-7. 26 (2H, m) , 8. 02 (1H, d , J=8Hz) , 1 
0. 9 3 (1 H, b r S) . 

MMM 2 9 

3, 5-^PP-2H-^y^;!)y-i-tyi. Og. 4-^^/v 

25 7$;\?^vi?>2 e&R^xzmmi kmmzR&&ft\f\ 5-^ P - 
3- u-e^f-A'TS/ t°^y v 5 ^- l-^r/u) -2H-^y^yyy- 
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1 -t>2 4 9mg£#fc 0 10-21 lV/ftM. 1 H — NMR (4 

00MHz, CDC 1 3 ) 8 : 1. 7 4- 1. 8 0 (2H, m) , 2. 01- 

2. 04 (2H, m) , 2. 29-2. 31 (7H, m) , 2. 85-2. 
91 (2H, m) , 3. 81-3. 85 (2H, m), 6. 08 (1H, s), 

5 7. 17 (1H, dd, J = 8. 4Hz) , 7. 62 (1H, d, J = 8H 
z) , 8. 18 (1H, d, J = 8Hz) , 10. 63 ( 1 H, b r S) . 

m&m 3 o 

3, 6 -v^'na-2H-^f JJ V- 1 - t^l. Og, l-^^t° 
^7V^2 g£ffll^TH»Jl t^(^^^TV\ 6-^PD-3- (4 

10 -^W^i/y-i-^^) -2H — { y^/ ]) >~ 25 
g&#fc 0 X H — NMR (4 0 0MHz, CDC1 3 ) 5:2. 4 3 (3H, 
s) , 2. 6 0-2. 6 5 (4H, m) , 3. 3 0-3. 3 4 (4H, m) , 
5. 68 (1H, s), 7. 21 (1H, dd, J = 2Hz, 9Hz), 7. 
38 (1H, d, J = 2Hz), 8. 15 (1H, d , - J = 9 H z ) , 11. 

15 0 6 (1H, b r S) . 
H»J3 1 

7-^D^-3-^uo-2H-^y^r/!Jy-l-tyi. Og, 4->> 

20 V 4 5mg£#7t 0 M&2 2 7-2 2 8t/5^f. X H-NM 

R (4 0 OMHz, CDC 1 3 ) 5:1. 76-1. 7 8 ( 2 H, m) , 12. 
04-2. 06 (2H, m), 2. 42-2. 44 (7H, m) 2. 80- 
2. 85 (2H, m) , 3. 7 4-3. 7 8 (2H, m) , 5. 70 (1H, 
s), 7. 24 (1H, s) , 7. 60 (1H, dd, J = 8, 4Hz), 

25 10. 4-10. 6 (1 H, b r S) . 
mMM3 2 
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5-^a^-3-^oo-2H-^y=Jr;!Jy-l-^l. Og, 4-i? 

* f-)VT % J V Vis 2 g ^I^TlSi 1 t mm\z.Rfc%fi\,\ 5-7 

(4-^f;U7;;txy^y-i-^i,) -2H- <V*cJ 
V 3 7 3mg^|fc 0 M&2 1 4-2 1 5°C/£-#j?. 'H-NM 

5 R (4 0 0MHz, CDC 1 3 ) 8 : 1. 7 2- 1. 8 2 (2H, m) , 2. 
01-2. 04 (2H, m), 2. 31-2. 32 (7H, m), 2. 54 
-2. 91 (2H, m), 3. 96-3. 89 (2H, m), 6. 07 (l 
H, s), 7. 08 (1H, t, J = 8Hz) , 7. 89 (1H, d, J = 
8Hz), 8. 22 (1H, d, J = 8Hz) , 11. 31 (1H, brS). 
10 H»!i 3 3 

3-^np-5-7;Vtn-2H — ( V *J V 1 -JrV l . 0g, 4- 

*TV\ (4- (2-tKo^xf/i.) tf^yv^-l 

-J A*) -2H-jy*r/ V^-l-zryi 6 lmg« 0 ||2 0 7- 
15 2 0 8°C/im. 'H-NMR (4 0 0MHz, CDC1 3 ) 8 :2. 6 4- 
2. 66 (3H, m), 2. 72-2. 74 (4H, m), 3. 29-3. 
3 1 (4H, m) , 3. 6 7-3. 6 9 (2H, m) , 5. 9 0 ( 1 H, s) , 
7. 15-7. 27 (2H, m) , 7. 98 (1H, d, J = 8Hz) , 
10. 5 4 (1 H, b r S) . 

20 3 4 

3-^pp-6-^^-2H-^y^/yy-i-tyi. o g , 1-^ 

f-jut*^ 2 g zm^xmrnm 1 <t mm\^K^n^\ 6 3 

- U-^^/^^y^y- l — Y/W -2H-^y3V y y-1-^1 

2 4 m g MM 2 4 2-243 °C/^?. 1 H- NMR ( 4 0 0 MH z , 

25 CDC 1 3 ) 8:2. 37 (3H, s), 2. 41 (3H, s), 2. 62- 
2. 73 (4H, m) , 2. 2 0-2. 2 4 (4H, m) , 5. 67 ( 1 H, 
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s) , 7. 08 (1H, d, J = 8Hz) , 7. 16 (1H, s) , 8. 1 
0 (1H, d, J = 8Hz) , 10. 30 (1H, brS). 
H«J 3 5 

3-^ D n-6-^f^-2H-^y^;yy-i-^-yi. Og, l-(2 

3- (4- tVy^y-i-^/v) _ 6 _^,j^ 

-2H-^y^/yy-l-tyi 3 8mg&#fc c M2 3 6-2 3 7t 

1 H — NMR (4 0 0MHz, CDC 1 3 ) 5 : 2. 4 3 (3H, s) , 
2. 6 6-2. 6 8 (3H, m) , 2. 7 5-2. 7 7 (4H, m) , 3. 
10 2 7-3. 2 9 (4H, m) , 3. 6 8-3. 7 0 (2H, m) ,- 5 . 6 9 
(1H, m) , 7. 10 (1H, d, J =8 Hz) , 7. 19 (1H, s) , 
8. 11 (1H, d, J = 8Hz) , 11. 12 (1H, brS). 

mmm 3 6 

3-^BB-8->f/l/-2H-^y^>li/-l-tyi. Og, 1 

15 T^^7i?>2 g^m^xmrnmi tmmK&L!&zft\,\ 8-^^-3 

- (4-yf-;i/tV7^-i-^^) -2H->fy^yuy-i-ty2 

9 2m g 2 2 4-2 2 5°C/^. 1 H — NMR (4 0 0MHz, 

CDC1 3 ) 8:2. 35 (3H, s) , 2. 5 8-2. 6 0 (4H, m) , 
2. 86 (3H, s) , 3. 2 6-3. 2 7 (4H, m) , 5. 67 ( 1 H, 
20 s) , 6. 97 (1H, d, J=4Hz) , 7. 18 ( 1 H, d, J = 8H 
z) , 7. 33 (1H, d, J = 8Hz) , 10. 78 ( 1 H, b r S) . 

3mm 3 7 

7-^n^-3-^C2P-2H— iV*J V V-\-^s\. 0g N l-(2 
-t Kp^v^^vi/) t°-<^v5>2 g^^T«#!ll <>;^#t^^TV\ 
25 7 - 7~~P^- 3 - (4- (2-fcKn^r-/xf^) fc°^7 i/V- 1 — f 

-2H-^y^yyy-i-tyo. 4 6g^lfc 0 'h-nmr uoo 

MHz, CDC1 3 ) 5: 2. 68 (2H, t, J = 5Hz), 2. 6 
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8-2. 78 (4H, m), 3. 2 8-3. 3 2 (4H, m), 3. 
7 0 (2H, t, J = 5Hz), 5. 71 ( 1 H, s), 7. 27 (1 
H, d, J = 7Hz), 7. 61 (1H, dd, J = 2Hz, 9Hz), 
. 8. 33 (1H, d, J = 2Hz), 10. 75 ( 1 H, brS). 

5 m&m 3 8 

3-^na-5-=fa-2H-^y^;!)y-l-tyi. Og, 1 

f/Vt^7^2mL^ffl^T|MJl £ l*MSlK:KJCS&fTV\ 3- .{4-* 

^vH^yv^-l-^yU) -5-- hn-2H— < Uy-l-tV 

0. 7 8g«r#7h 0 1 H— NMR (DMS O— d 6 ) 5: 2. 2 1(3 H, 

10 s) , 2. 3 5-2. 4 5 (4H, m) , 3. 2 2-3. 3 2 (4H, 

m) , 6. 37 (1H, s), 7. 26 (1H, t, J = 8Hz), 8. 

3 4-8. 3 7 ( 2 H, m) , 11. 58 ( 1 H, b r s ) . 
H«J 3 9 

3- (4-^f/H:X7^y-i-^^) - 5 j. n - 2 H—Y V *J V 
15 ^-1-^-^1. Og^^-/HOmL|:g|UKO. 3giJj; 
V*mt%-m 0 . 0 5g^M TMMT t K 7 0 . 5 m L £ 

5-T$y-3- (4-^t/^V7^-1-Y/1') -2H — f 
y^ry V y-l-ZT>l7kmmO. 4g£r#7c D 'H-NMR (DMSO- 
d 6 ) 5: 2. 2 0 (3H, s), 2. 3 5 - 2. 4 .5 (4 H, m), 3. 
25 0 2 - 3. 1 2 ( 4H, m), 5. 40 (2H, s), 5. 80 ( 1 H, 
s), 6. 74 (1H, d, J = 8Hz), 6. 91 ( 1 H, t, J = 8 
Hz), 7. 26 (1H, d, J = 8Hz), 10. 97 (1H, brs). 

4 0 
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y-i-yfyi. o g "Y-fcfczm^x, 5->7/-3-(4 

-^/wt'^^y- 1 — r^) -2H-^y^y y ^- 1 -^-^^#^> 0 

S 4 1 

5 3-^no-8-7^-2H-^y^y!iy-l-tyi. 0g,4-(2 
-fc Yu^r-y^jv) t°^7> ? ^2 g^l^Ml t ^^KlSSrfi' v\ 
3 _ [ 4 _ (2-tKn5^>xf;l/) fc'^? 1 — fAr\ -8-/-^A- 
-2H-4 y*/ y 1 -^3 6 5mg£#fc 0 K£2 0 9 - 2 1 0°C 
'H-NMR (4 0 0MHz, CDC1 3 ) 6:2. 6 0-2. 6 3 

10 (3H, m) , 2. 6 8-2. 7 1 (4H, m) , 2. 8 5 (3H, s) , 
3. 27-3. 28 (4H, m), 3. 64-3. 66 (2H, m) , 5. 
67 (1H, s), 6. 97 (1H, d, J=8Hz) , 7. 19 (1H, 
d, J = 8Hz) , 7. 34 (1H, d, J = 8Hz), 10. 89 ( 1 H, 
b r S) . 

15 W&M 4 2 

3-^PP-5-7^P^^-2H-^y^ 0 g, 

' i-t^ivyf^jWi g%Ri^XMMW\l kW}WKfcJfc%m<\ 3- (4 
-^fvUf^yi^y- 1 ->f AO - 5 - h y 7^to>fA'-2H-'f 

20 4 3 

3-^p P -7-^/i/-2H-^y^; y y-i-tvi. o g , 1- (2 

3- [4- (2-t Ko^v/xf^) ^7^-1-^^] 
- 1 H-^f y P V- 1 - 1 y 2 3 5 m g Srit 1 H — NMR (4 0 0M 
25 Hz, CD CI 3 ) 6:2. 44 (3H, s), 2. 67 (2H, t, J = 5 
Hz), 2. 68-2. 7 8 (4H, m) , 3. 25-3. 2 9 (4H, m) , 
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3. 60-3. 68 (2H, m) , 5. 75 (1H, s) , 7. 31 (1H, 
d, J = 8Hz), 7. 38 (1H, dd, J = 2Hz, 8 Hz) , 8. 0 
3 (1H, s) , 10. 8 6 (1H, b r S) . 
H»J 4 4 

5 3 -^PP 2 H— < y=*V 1-^1. Og N 1 

-y5vH="-<7^2 g£/8^THM!l fcPMGlCfifSSrfTl/V 3- (4- 

^^f-s^^^- 1 r ao -5->fw-2H — r y ^- 1 

H»J 4 5 

io 3-^pp-5-^w$;-2h — r y=¥y y y-i-tyi. og, 
i-^f/u^7^v2 g^v^ISfaji fcra#fcKJfc&*?v\ 5-i?y 
^T^y-3- (4-y ^vn^^y- 1 -- r^) -2H-- ry^r/y 
1 -tf^&fcs. 

IMj 4 6 

15 3-^PP-5-=hn-2H-^y^/!)y-l-tyi. Og % 

^f;i^7^txy^y 2 g^ffi^TllWJl t TOlC&j&£fTV\ 3- (4 

-^y^r^/ t^y^^-i— r/W -5-=bo-2H-^ y*y y 
^-l-^-v^tSo 

4 7 

20 3- (4->>y f;^7^ y t°^y 1 -- f/P) -5-= hn-2H--r 

y^yyy-i-jyi. o g«rFe&/Bv>Tat7cU 5-r$y-3- u 
-^W^; t°^y v^-i-^ivv) -2H-^y=¥/ yy-i-ty 

HJfefiaj 4 8 

25 3-yop-5-by 2H— > r y=^y y >- i -tyi. 
o g x 4 - >>y tvi-t 5 y tv< y v» 2 g zm^xmrnm 1 £ pmr^ka*- 
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frv\ 3- U-^^f-^TK / f^y l '-4 fr) -5-^y7;^t 
o ^ f/i'- 2 h-^ y jj >- 1 - 

HMJ4 9 

3-^0-5-^/l/ft-2H-^yaf/!)>-l-tyi. Og, 4 
- (4-^W5/t^y^y-l-^f;L') -5-^Wt-2H- 

-r y^y y 1 -^-^&#5 0 
HiStfil 5 o 

HJ£#]4 7 Titans /-3- (4-^W^tXi)i?y- 

io i->f^) -2H-^y^;yy-i-tyi. o g £if y k-^ a& 

-2H-- r y^y y ^- 1 -*>%'&z> 0 
Uttw 5 i 

3-^an-5 % 7-^f;i/-2H-yy^/ JJV-l-tyi. Og, 
15 l-y^/Ut°-<7v ; ^2 g Sr^THWll 1 tmmz.fcfc%ft\,\ 5, 7- 

(4-y^t: o ^7> ? ^-i -- r/i^) -2H-- fy^yy^ 

5 2 

3, 5, 7- hyypn-2H— Yy^r/ yy-i-^-^i. o g> l'-y 

20 ^^^^^2 g^V^T«f!)l 5, 

d-3- (4-y^/vk°^7> ? ^- 1 — Y/v) -2H-yy^;y>-i- 

H«<|5 3 

5, 7-v J y f p^-3-yPD-2H— ry^/y^-i-^-^i. o g , 

25 i-^^/^t°-<y^y2 g&R^xmmmi tmm^^n^. 5, 1- 
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- 1 ->t>zmz>o 
mmm 5 4 

3-^pp-5, 7-^7;'^n-2H-^y^/ ]) y-l-t^l. 0 g N 
1 -y<^t°^7> ? >2 g^ffiV^T»^|l il^lil^^jS^m^, 5, 7- 

>- 1 
Hig^il 5 5 

3, 5-^np-7-7^tn-2H-^y^f; y V-l-tVl. 0 g, 
1 -^^^y^^2 g^VNT^Ml il^m^/S^tTV\ 
10 n _ y-^^o- 3 - (4-^^ixt°-<7v ? >'- 1 — fAO -2H — fy 

5 6 

3-^bp-6, Ko^^-2H->f y^y y y-i-tyi. 0 

15 7-v?kKn^>-3- (4-^^t°^7> > ^- 1 — f/W -2H-^y 

* y y y- 1 -ty^ioo 

^iS^iJ 5 7 

3, 5, 7-ni^oo-2H->fy*/!iy-i-tyi. o g% 4-v> 
y^/wr^y t°^y -7y2g»T»ii 5, 7 

20 -^00-3- u— ^y^r^y tr^n Vs- 1-' (M -2H-4 

H»J5 8 

5, 7-> ? 7D ; &-3-^nD-2H-^y^y yy-i-^-yi. o g , 
4 -i>y ^-jvt x y t°^y 2 % v^x%w&\ 1 iiiiH-s^«rtTV\ 

25 5, 7 2- (4-^^7 5/ t^y^^-l— T/V) -2 

h— < y ^y y ^- 1 -*-y£#3 0 
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mmm 5 9 

5-^n^-7-^pn-3- (4 - Ptf-frT % J tT-^JJ 1 — f/V) 

5 -2H-/fy^;yy-i-M#5o 
hm 6 o 

3-^nn-6, 7 -v^fc Kn^->- 2 H— ( V V- 1 -Xrls 1 . 0 

io -2H-^y^/yy-i-t>t#5 0 

H«J 6 1 

3-^on-2H-^y^/iJ>'-l-tyi. Og, 4- (4-^/M^y 

y) -t^y ^2 g&m^xmMMi tmmz%.i&%ft\'\ 3- [4- (4 

-^e/p^y y)- tv<y 1 — r/w] -2H — fy^y y 1 -^-^ 

15 #5 e 

e 2 

3-^on-2H-^y^yyy-i-tyi. og, 4- [2- (t°-<y 

?TV\ 3- {4- [2- (t°^y (M ^)V\ f^yv^-l 
20 ->f/W - 2H--Y y^y y >-- 1 -*^0. 4 2 g£#fc 0 *H— NMR (C 
DCI3) 6:1. 45-1. 60 (6H, m), 2. 40-2. 75 (12 
H, m) , 3. 2 6-3. 2 9 (4H, m) , 5. 7 4 ( 1 H, s) , 7. 
2 5-7. 2 9 (1 H, m) , 7. 38 (1H, d, J = 8Hz) , 7. 5 
2-7. 56 (1H, m) , 8. 22 ( 1 H, d, J = 8Hz), 11. 1 
25 9 (1 H, b r S) . 
HJ60I6 3 
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3-^ 0 D-2H-^y^;!iy-i-tyi. og % 4- [3- (tr^y 

1 ->f /U) tVu] fcV*?^!" 2 g ^fflV^Tili 1 ^H^tC^ 
^7V\ 3- {4- [3- (t^y^^- 1 — f /I/) 7°PtVU] t^7i?y 

— i — f /i^} -2H-^y^;yy-i-tyo. 26 g£#fc 0 'h-nm 

5 R (CDC 1 3 ) 6 : 1. 3 9- 1. 9 5 (8H, m) , 2. 41-2. 68 
(12H, m) , 3. 25-3. 29 (4H, m) , 5. 75 ( 1 H, s) , 

7 . 27-7. 30 (1H, m), 7. 39 (1H, d, J = 8 H z ) , 7. 
55 (1H, d, J = 8Hz), 8. 24 (1H, d, J=8Hz), 10. 
05 (1H, brS) . 

ici 6 4 

3_^ 0 p_2H — fy^y y >-i og, 4- [4- u— * 

;v*yy) y^Ki ^^^^2 g^v^T^wyi tmmfcKfo%m<\ 

3- {4- [4- (4-^!)/) tV7i?y-l-^/H -2 

H--r y^y yis-i -jr>%&% 0 

15 «03 6 5 

3-^a0-2H-{y^!)y-i-tyi. og, 4- [4- (t°-<y 

1 — r m zff-jv] M°^y &f 2 g ^m^xmv&m 1 ^ r^^s: 
m\ 3- {4- [4- (t°-<y v 5 ^- 1 -^/v) y^/v] e^y-^y-i 
— f/u}-2H-^y3v !)y-i-tyo. 2.8 g£#/c 0 ^-nmr (4 

20 0 0 MHz, CDC1 3 ) 5:1. 40-1. 68 (10 H, m), 2. 28 
-2. 50 (8H, in), 2. 60-2. 68 (4H, m), 3. 26-3. 
3 2 (4H, m) , 5. 7 6 (1H, s) , 7. 2 8 (1H, t, J = 8H 
z), 7. 4 0 (1H, d, J = 8 H z ) , 7. 53-7. 5 7 (1H, m) , 

8. 24 (1H, d, J = 8Hz) , 10. 99 ( 1 H, brS) . 

25 ^m\n 6 6 

3-^pp-2h — {y*y y^- !-$->■ i. o g , 4- [5- (t°^y 
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£*TV\ 3- {4- [5- (t°-<y f^O ^^^] fc-^^v 5 ^ 

-2H-^ydf/!/>-l-tyO. 32gWc. 'H-NM 
R (4 00 MHz, CDCI 3 ) 5:1. 35-1. 75 ( 1 2 H, m) , 2. 
5 42-2. 70 (1 2H, m), 3. 24-3. 29 (4H, m) , 5. 7 
5 (1H, s) , 7. 26-7. 30 (1H, m) , 7. 39 ( 1 H, d, 
J = 8 H z ) , 7. 53-7. 57 (1 H, m), 8. 24 ( 1 H, d, J 
= 8 Hz), 10. 51 (1H, brS). 

mmm e i 

10 3-^pn-2H — fy^;i)y-i-tyi. 0g x 4- [4- (4-p< 
f^t^yv^y- 1 -"TAO T^/i"] t c ^<7^^2 g SrfflV^THJSM 1 £IH 
fil^JS«rfir^\ 3- (4- (4- (4-yf/H^^7^-l-^^) :/ 
yf^yity- 1 — f/v) - 2 H->f y *y !l v- 1 - t^ftHS. 

J 6 9 

15 3-^Pn-5-^f;l'-2H-f y^f/yy-l-t^l. 0g>4-(4 
-^*!)y) -tr^jj *?y2 g^ffiv^»Ji i ln)«K:Rj£S:fTV\ 5 

-^7^-3- [4- (4-W!/;) t°-^y v^- 1 — OH -2H- 

Yy^yp>-i-tyo. i5g&#fc 0 'h-nmr (cdci 3 ) d: 

1. 68-1. 80 (2H, m), 1. 9 5-2. 0 5 (2H, m), 2. 
20 3 5 - 2 . 4 3 (1H, m), 2. 46 (3H, s), 2. 56-2. 6 
3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 3. 70-3. 80 
(6H, m), 5. 78 ( 1 H, s), 7. 16 ( 1 H, t, J = 8Hz), 
7. 39 (1H, d, J = 7Hz), 8. 13 ( 1 H, d, J = 8Hz), 
1 1. 6 4 (1H, b r S). 

25 HJgtRJ 7 0 

3-^po-5-^f;i'-2H-'fy^/yy-i-tyi. o g, 4- [2 
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fflz.ELfe%ft\'\ 5-^^-3- {4- [2- (tr^y^-i-w/w) 
3Lf-/V\ t'^yi/y-i — (jv) -2H — fy^yyy-i-tyo. 12 

g&#fc 0 1 H — NMR (CDC 1 3 ) d: 1. 4 5-1. 6 5 (6H, m) 
2. 46 (3H, s) , 2. 46-2. 72 (1 2H.ni), 3. 24-3. 
5 3 0 (4H, m) , 5. 76 (1H, s) , 7. 18 ( 1 H, t, J = 8H 
z) , 7. 40 (1H, d, J = 7Hz) , 8. 12 (1H, d, J = 8H 
z) , 1 0. 5 5-1 0. 7 0 (1H, m) . 
HMJ 7 1 

3-^pp-5-^f;V-2H-^fy^y!JV-l-^l. 0g s 4- [3 

io - (tr^y ^v- i ->r^) ^ tvu] g ^j^rHiSM 1 £ 

I*)1§k:KJ&&*tI/\ 5-7=^-3- {4- [3- (tv<y e^-i-^) 
7"p^] tr-< 1— Y/W -2H — fy=3f;yy-i-t>o. 5 

6 g£#fc« 'H-NMR (CDC 1 ,) d : 1. 4 2-1. 8 5 (8H, m) , 
2. 38-2. 50 (8H, m), 2. 47 (3H, s) , 2. 68-2. 
15 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 ( 1 H, s) , 

7. 19 (1H, t, J = 7Hz) , 7. 41 ( 1 H, d, J = 7Hz) , 

8. 13 ( 1 H, d , J = 7 H z ) , 11. 13 (1H, brS) . 

$mm 7 2 

3-^po-5-yf/l/-2H-^y^/ 9 S S- 1-Ttlsl. Og, 4- [5 
20 - (tT^iy 1 f/V) ^y=f)V\ Myitis 2 g £J3^Tfl»J 1 t 

!^«KiaESS:ffV\ 5-^^/V-3- {4- [5- (f-<y^-l— T/1-) 

t'^yity- i-> f/W -2H — fy^yyy-i-tvo. 3 

5 g«r#fc. 1 H — NMR (CDC 1 3 ) d : 1. 38-1. 72 (12 H, 
m), 2. 32-2. 51 (8H, m) , 2. 47 (3H, s), 2. 68 
25 -2. 71 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 77 (1 
H, s) , 7. 18 (1H, t, J = 7Hz) , 7. 40 (1H, d, J = 
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7 Hz) , 8. 13 (1H, d, J = 8Hz), 10. 97 (1H, brS). 

m&m 7 3 

3-^po-5-^f/v-2i-w y^/vy-i -tyi. o gN 4- [4 
- (tv*y 1 — r ao ^/v] t°^y 2 g Sr/Bwt3Si£*!i 1 1 m 
5 «fcK£&fTV\ 5-^^-3- {4- [4- (tf^ys^-i—f/u) 

^/U] f^y^V- 1 -AM V y-l-tVO. 6 7 

g&#fc. "H-NMR (4 0 0MHz, CDC1 3 ) 6 : 1. 40-1. 6 
3 (10 H, m) , 2. 26-2. 50 ( 8 H, m) , 2. 48 (3H, s), 
2. 6 0-2. 6 5 (4H, m) , 3. 2 2-3. 3 0 (4H, m) , 5. 
10 77 ( 1 H, s ) , 7. 19 (1H, t , J = 7 H z ) , 7. 41 (1H, 
d, J = 7Hz), 8. 14 (1H, d, J = 8Hz), 10. 60-10. 
9 8 (1H, m) . 

mmm 7 4 

3-^pp-5-^f/V-2H-^y^r/!)y-l-tyi. Og, 4-[4 

15 - (4-^^!)y) Verity 2 gSr^THMJl kffl&KR 

JS3tfxv\ 5-^^-3- {4- [4- (4-^/^y/) 7^vi/j 
y^y-i-^/w} -2H-^y^;yy-i-t^6 2 5mg^#fc 0 St 

^1 7 7- 1 7 8t/M- X H— NMR (4 0 0MHz, CDC1' S ) 6: 
1. 7 6-1. 7 8 (8H, b r S) , 2. 46 (3H, s) , 2. 48- 
20 2 . 5 0 ( 4H, b r S) , 2. 69-2. 71 (4H, b r S) , 3. 2 
9-3. 31 (4H, b r S) , 3. 74-3. 76 (4H, brS), 5. 
77 (1H, s), 7. 18 (1H, t, J = 8Hz), 7. 40 (1H, 
d, J = 8Hz), 8. 12 ( 1 H-, d, J = 8Hz) 
7 5 

25 3-^bb-5->^-2h — r y^y y^-i-^i. o g N 4- [4 
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kfflUfcfc!fc$:ft\<\ 5-^^-3- (4- (4- (4-7<fvUt* 

y-l-ty59mg £#7c 0 M 2 0 2-2 0 3°C/#ft?. 1 H — NMR (4 
0 OMHz, CDC1 3 ) 5:1. 60-1. 62 (8H, b r S) , 2. 1 
5 8 (3H, s) , 2. 37-2. 39 (8 Hz, brS), 2. 47 (3H, 
s), 2. 64-2. 66 (4H, brS) , 3. 24-3. 26 (4H. 
brS), 5. 77 (1H, s) , 7. 18 (1H, t, J = 8Hz) , 7. 
41 (1H, d, J = 8Hz) , 8. 13 (1H, d, J = 8Hz) . 
HJIffl 7 6 

io 7-/o^-3-^nn-2H-^y^y yy-i-^yi. 0 g N 4- [4 
- (txyi/y-i-^/v) :/5vkI t°^7v J ^2 gZm^^xMMMl tm 
MfcfcfcZfti<\ 7-^n^-3- {4- [4- ;v) 

zff-/^\ t°^7i?>- -2H — fy^;!iy-i-tyi75m 

g£#7c„ K2 1 1-2 12VM. 'H-NMR (4 0 0MHz, CD 
15 Cl 3 ) 5:1. 20-1. 80 (12 H, m) , 2. 35-2. 45 (6H, 
m) , 2. 6 0-2. 6 2 (4H, m) , 3. 21-3. 31 (4H, m) , 
5. 66 (1H, s), 7. 21-7. 2 4 ( 1 H, m) , 7. 58 ( 1 H, 
dd, J = 8, 4Hz) , 8. 32 ( 1 H, d, J = 4Hz) , 9. 85 (1 

H, b r S) . 

20 mmm 7 7 

3, 5-v^nn-2H— { V5rJ V y-l-^l. 0 g N 4- [4- (f 

fc%ft\<\ 5-^an-3 - {4- [4- (t^U 1 — (M 

t°s<7i/>- 1-4^} -2H-4 y*/ Vy-l-j-yi 6 6mg^#fc 0 
25 ®L6l 7 2-17 3°C/ftM. 'H-NMR (4 0 OMHz, CDC 1 3 ) 5 : 

I. 57-1. 63 (12 H, m), 2. 44-2. 47 (6H, m), 2. 



125 



WO 02/094790 



PCT/JP02/04995 



62-2. 65 (4H, m) , 3. 28-3. 29 (4H, m) 6. 04 (1 
H, s), 7. 17 (1H, t, J = 4Hz), 7. 62 ( 1 H, d, J = 
8Hz), 8. 15 (1H, d, J = 8Hz), 9. 66 (1H, brS) . 

mmm 7 8 

5 5-7'o : t-3-^PB-2H-'fy^;yy-i-tyi. og. 4-[4 
- (t'^y 1 -y r/v) -?*f->v\ \?s<7*?-y2 g%m^xMMffli tm 

mfcfcj&%ft\,\ 5 3 - {4- [4- (t°^y v^-l-^'/l-) 
7"^] tV7v5y-i-^;V} -2H-^V^/!Jy-l-^y39rag 
£#7Co Ml 6 5- 1 6 6 0 C/£B. 'H-NMR (4 0 0 MHz, CDC 

10 1 3 ) 6:1. 20-1. 25 (8Hz, m), 2. 38-2. 63 (12 H, 
m) , 3. 2 7-3. 2 9 (4H, m) , 4. 0 2-4. 0 6 (2H, m) , 
6. 01 (1H, s), 7. 08 (1H, t, J = 8Hz) , 7. 7 8 (1 
H, d, J = 8Hz) , 8. 17 (1H, d, J = 8Hz) , 9. 98 (1 
H, b r S) . 

15 H» 8 0 

3, 5-v^P£i-2H — fy^/lJy-l-tyi. 0 g % 4- [4- (4 

y y ) -f^i 2 g ^m^^xmmm 1 1 ^^aesrfi 1 

t\ 5-^nn-3- {4- [4- ^A-] t^7^^ 

-1-4M -2H-jy*S 0 3mg^#t Ml 9 

20 5 - 1 9 6°C/^?. 'H-NMR (4 0 0MHz, CDC 1 3 ) 5:1. 6 
5-1. 73 (4H, m) , 2. 4 7-2. 5 5 (8H, m) , 2. 75- 
2. 7 8 (4H, m) , 3. 4 3-3. 4 5 (4H, m) , 3. 8 1.-3. 
84 (4H, m) , 6. 14 ( 1 H, s) , 7. 26 ( 1 H, t, J = 8H 
z) , 7. 71 (1H, d, J = 8Hz) , 8. 24 ( 1 H, d, J = 8H 

25 z) , 10. 99 (1H, brS) . 

mmm s 1 
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4ml^fh7t Kn77y2 6mll«U- 7 8 0 C 
T*n-^/HJ^!7A(D^-9-^M (1. 5 9M, 4 2ml) £MTLfc 0 
0 °C-C 3 0 U - 7 8 T??fr£P Lfc 0 jxJE&ttfc 2 -y f7l/£&#» 

4. 1 gOf f7t Ko77«2 6ml»TU 0°CT*3 0$M*#U 
5 - 7 8 0 C^-eMLfc o fOSffifc: 1 4 - W 

y fcV*y$?>'7. 2 g 07f7t Ko77^i2 6ml SrSTFU -7 8°C 

{c>r y^n^y— ^d»e>?5IS*S:fT5 - tx*3 - (1 -^^^^v/^/v 
tfwUf^y ^y-4-^/W) -2H — fy^/yy-l-tyi. 2g£ 

£ LT#fc 0 1 7 9 - 1 8 1 °C. 3 - (1 is* 

jV-ft-jW^}) -2H-4 V y- 1 -t^l . 2g 

15 £ ^ p n 10ml {ZL&jS £ it, JMftfcXlfeom&tti 5 m 1 ZffiT L 

*S*Sr*BiU 3- (fc^y i?^-4-> - 2H-^ y V v- l - 

^lllbTkfiMtl . 1 g ZfttCo M&> 2 7 0°C. 

mmm 8 2 

20 H»J8 ix*'&t>titc3- (tr^y^y- 4-^*0 -2H-' {y^-yyy 

- 1 -*>$kfcM#WSL 1 • 1 g&T-fc: h-by/V2 0mlMU 3 7% 
*^A7^f t K (2. 8ml) 8r;(W;iT*J&TT?**fti'7V ^Ht" b 
y^A (0. 6 6g) SrJPx.fCo MO. 3 6m ll:ITLT|^T^$ 

-^f^t^y v^-4 — r/^) -2H--ry=3r/ y 1 -^1/5* 
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##D&0. 18g^lt 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 8 : 

1. 6 0-1. 6 9 (2H, m), 1. 8 6-1. 9 4 (4H, m), 2. 1 
9 (3H, s), 2. 34-2. 41 (1H, m), 2. 82-2. 91 (2 
H, m), 6. 36 (1H, s), 7. 41 ( 1 H, t, J = 7Hz), 7. 5 

5 9 (1H, d, J = 7Hz), 7. 6 3-7. 6 7 (1H, m), 8. 12 (1 
H, d, J = 8Hz), 11. 21 (1H, brS). 

2, 2, 6, 6-7 h7^^t°y i^9. OmL^r l>7t ^77^8 
OmLCilU *?&TT?n-^/H;^^A (1. 6mol/L) 40m 

/&»N, N-^f;V-2-^f;^yX7$ K 1 0 g ©f h 7 t Kn 7 
7«8 0mL5:ITU 0°C-ei^P B ™*bfc e aSjS4:-7 8tST 
4-v/77-l-^f^tvyi/y5. 0g©fh7kKn77>' 

M8 0mL^iTUfc o *©**^jR&3H&*-cJh#f-s*fc. rj&»t 

£U UfcHSJI4r^>r y tVl^-TVVT'^U 3 - ( 1 fvH^y 5? 
^- 4-^/P) -2H--T y^r/ y^- l-^-VCOffilt s B H %#7to 



20 |5h b h^»L n 3- (1 -^^W^y v ? ^-4--f/W) -2H-' fy^r/ 
y>— 1-^-^5. 3g£#fc„ M25 5-2 5 7°C. 1 H — NMR (4 0 
OMHz, DMSO-d 6 ) 5 : 1. 6 0-1. 6 9 (2H, m), 1. 86 
-1. 94 (4H, m), 2. 19 (3H, s), 2. 34-2. 41 ( 1 H, 
m), 2. 82-2. 91 (2H, m), 6. 36 (1H, s), 7. 41 (1 

25 H, t, J = 7Hz), 7. 59 (1H, d, J = 7Hz), 7. 63-7. 
67 (1H, m), 8. 12 ( 1 H, d, J = 8Hz), 11. 21 ( 1 H, 
b r S). MS (EI) 2 4 2 (M + ). 

mmm 8 3 
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1 -t^y-2H->f ydry V ^-3-#A^>g£0. , 5 6 g s A-t=fjV 
fc'^v^O. 3 3 g, ^it/hyx^T^^O. 8 4ml^f/^ 
/WAT O'lOml «8¥U Sfi-C^^y h V 7V—fi>- 1 — (frttis 

10 3- ( (4-^f/H;^7^y-l — f/I') %}Vi$.-/V) -2H — fy^y 
y^- 1-^-^0. 2 9 g£#fc 0 gk/Sl 7 0- 1 7 2°C 

mm\% 4 

«j8 1 tm%k<Dj7m-e%.j&zft\,\ 3- (2- (^^75/) a^/io 
15 -2H-^y^!)y-i-t^#5 8 

l»J8 5 

2 -y £1*4 - v>y fvKT ^7ro=hy /I'M THIS 
00 8-1 tl^<^&-e£j&£trV\ 3- (3- (v^^Av^/) ^PtT/wO 

-2H-^y=3ry y ^- 1 -^£#5 0 

20 H»!) 8 6 

2-fr^&>W$Z&£Xf3-i'T/-l -Tft'^n [2. 2. 2];r 
yy^£^Tli«J8 i 3- (i-7-iftfv- 

yp [2. 2. 2] ^-y^^-3--<^) -2H — fy^yyy-i-t^ 

25 mmm 8 7 

2-y^/^s#^*5i03-i/ryy^-i-Tifif^yn [2. 2. 
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2] **f>&m\t*x%i&m8 1 tra«o*ife-cRrt:*fTV\ 3- ( a- 

Xlftf^a [2. 2. 2] y^u) -2H-^y^ 

8 8 

5 2 - ^ f /^,|f ife J;^ 3 - ->7 / - 8 - ^ f^- 8 - 7f t'->^ n [3. 

2. 11 ?F??y%m^xmnM8 1 kmMo%mx*frjfcZfi\,\ 3- (8 

-^^-8-Tif tf->^n [3. 2. 1] ^-^^V-3— f/U) -2H- 
4 V is- 1 

8 9 

10 2, S-^^^A^SW^it^S-^^^T^/^nt^-hy^^ffl 
^TH5£#ij8 1 tmm<Ol5 : &X&fcZ{j\t\ 5-^X/V-3- (2- 

9 0 

4- (^^7 5/ ) ^fo^Hl/M. 4g^fh7kFn77y40 
15 mUC^U ^Tflmo l/Lt:7>/7f7tKP77^»40 

= 1 : imm&&mffiLx (4- (^y^r^y) y^-a^hy^-NO 

20 MJtKP/fay2. 8g£#7t 0 

N, N-So^/U-2, 3-^f/^yx7 ^ K3. 9gt (4- (v^ 
5vVT^y) ^fn^MJ^-Nl) h];tKnt:ny^ii,>Tlll^J8 2 
il^tf^J&^T^ (3- (3- (v'y^vl'T^y) T-ntVlx) -5-^5^ 

^-2H-^y^/iJy-i-ty-Ni) n;tKp**oy2. o g &# 

25 TCo (3- (3- (v^xA-T^ y) :7°Pfc°/^) -5-^f^-2H-f7# 
/yy-l-ty-Nl) hytKc#o^2. 0 g h^2 OmUc 

$a?u mwLxm^.mimL%tox-tc 0 Rit^T'&&MzmMvxnbi%tc 
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^^yyotV^-x^^P^T|frttJb7c^ H a H ^«L, 3- (3- (v 5 

5 ^w-^y)^ tvu) -5-y^- 2H-- r y^y y i 

5 g£#7t 0 Rfc£l 0 5- 1 0 6°C. X H — NMR (CDC 1 3 ) 6:1. 7 
9-1. 89 (2H, m), 2. 34 (6H, s), 2. 39 (2H, t, J 
= 6Hz), 2. 49 (3H, s), 2. 69 (2H, t, J = 6Hz), 6. 
34 (1H, s), 7. 31, (1H, t, J = 8Hz), 7. 42 (1H, d 
10 d, J = lHz, 7Hz), 8. 23 ( 1 H, d, J=8Hz), 11. 37 
(1H, b r s). 

nmm 9 1 

2, 3-^y5 u /^&#^4oJ;T> , 3-v'Ty-l-Tift'' , >'^P [2. 2. 
2] ^*^&^-C|l»j8 1 ir^^^-e^rS^TV^s 3- (1-7 
15 iff^yn [2. 2. 2] ^-y^V-3— T/l-) -5-^f/l'-2H-^ y 

y y- 1 -^y£#© 0 

HMFlj 9 2 

2, 3-v^ ^/^SW^J:^3-->T/y^- 1-Tift'v-^n [2. 

2 . 2] y^£^--cll;i&#i8 i t^<D^r*,KJS^m\ 3- ( (1 

20 -Tlffc- % >yp [2. 2. 2] ^-y^^-3— f/W) 

- 2H-^r y^y y ^- i -^-^^#5 0 

nmm 9 3 

N, 3 f/^yX7^ K7. 6gM->77- 

i - 1 -y h ^ v-^/w^/n: 0 ^ yy>9. o g £ffi^Tjyg#i s 2 £ m# 

25 fc£j£«rfrV*3 - (l-t-7*b ^rv-^/l^fc/Hr^y v^- 4 — f /U) - 

5 -yf^-2H — ry^y y y-i - tye. 4 g£*#fc„ 1 h-nmr(c 

DCI3) 5 : 1. 50 (9H, s), 1. 6 2-1. 8 2 (2H, m), 1. 
96-2. 07 (2H, m), 2. 53 (3H, s), 2. 63-2. 95 (3 
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H, m), 6. 42 (1H, s), 7. 34 ( 1 H, t, J = 8Hz), 7. 4 
8 (1H, d, J = 7Hz), 8. 24 ( 1 H, d, J =8 Hz), 11. 3 
0 (1H, b r s). 

3- (1- t -'7h* 9 SilA'tf=>A'\?<<y i?y-4-4fr) - 5 - y fiV- 
5 2H-^ y^r / V V- 1 -^9. 4 g h ^ 1 0 OmUZ«§U ^ 

7i? b^cT^U 3- (b^y v^-4-^) - 5-^^-2 H- 

-r y=^y y i/- i-^h>-^^6. 5g£#fc 0 ^i-nmr (DMso-d 

6 ) 6:1. 7 9- 1. 9 5 (2H, m) , 2. 09-2. 17 (2H, m) , 
10 2. 48 (3H, s), 2. 73-3. 17 (3H,m), 3. 33-3. 
43 (2H, m), 6. 29 (1H, s), 7. 3 3 (1H, t, J = 8H 
z), 7. 53 (1H, d, J = 8Hz) , 8. 01 (1H, d, J = 8H 
z), 9. 00 (1H, brs), 9. 24 (1H, brs), 11. 36 
(1H, brs) . MS (EI) : 2 4 2 (M+) . 
15 HJtS#!l 9 4 

2 , 3 - i?* 5vt"5£ J; 0* 3 - ->T y - 8 - ^ tv^- 8 - Tlf tf~>y 

n [3. 2. i] *??^*m^x$mms 1 £R«©;«rs6*c£j&$tfTV\ 
5-y^/u— 3- (8-y^-8-TiFt'->y p [3. 2. 1] ^-y^^ 
-3-^^) -2H-^y^;yy-i-t^#5 0 

20 HJfefll 9 5' 



N, N-i/if^-3-^oo-2-^f;KyX7$ Kl. OgH-v- 
7V-1 -y^/Hf^y^O. 7 g£ffl^TH;5£#)8 2 kmfflzRj&Zff 
v\ 5-ynp-3- (1 -y ^yVfcVSJJ ■^^-4-^/V) -2H--fy^r 
/yy-l-tyi.2g!r#fc.I^2 2 7-2 2 9t. X H— NMR (4 
25 OOMHz, CDC1 3 ) 5: 10.36 (brs, 1H), 8. 
27 (d, J = 7. 8Hz, 1H), 7. 68 (dd, J = 6. 
6Hz, 1.1, 1H), 7. 33 (t, J = 8. 1Hz, 1H), 
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6.70 (s, 1H), 3.03 (d, J = 11.5Hz, 2H), 
2. 5 9-2. 4 5 (m, 1H), 2. 3 5 (s, 3H), 2. 

2 0- 1. 7 5 (m, 6H). MS (EI): 2 7 6 (M+) 

m&m 9 6 

5 3 -7 a^ - 2 - ^ f ->77 - 1 -y^ut'^y 

Srffll^THJ6W8 1 kmm<Djjmx*Rfo%ft\,\ 5--fu^e- 3- (1-y 

-2H-^ y^y y >- 1 

MMM 9 7 

^y7 D ntVUT$ V6. 2ml^rl-7t Kn77y5 0mlt:giiU 
10 - 7 8°CTn-7^/^y f?A©^t« (1. 5 9M, 2 8ml) % 
ITLfe, 0"CT?3 0#$#U -7 8°C^-eMLfc 0 ^/S^fC 2 — <^ 
^.Ifi4. 2g©f b7tKD77^?l2 0ml^HTU 0°CX' 

3 OMif -7 8tl«Lfc 0 Kjfcifcfcll-' 
-;k-4-^7; t°-<y ^5. 3 gOx byt Ko77«2 Oml £ 

15 MTU -7 8 < C-eiS^^t7 t c 0 £J»7^> ^"&»7X^Px:Tl^ 

-/U= 4 0:1 «fSffi#£»|gLT#fai LfcfeSSrS^ y 7°p tV^-x^tr 
• 3- (l-^>'^^-drv'7J/^fc/i-t 0 -<y ^^-4-^fyu-) 

20 -4-7x=/u-2H-^y^;yy-i-ty2. ig^a^ H |itT. 

#7c (jft^t 276-278 e C) 0 3- (1 — ^i?/U**isAA,tf=./U t°^< 

y^-4->f^) -4-7x^-2H-^y^yyy-i-ty2. o 

25 7c^h b b^»L, 4-7x=/V-3- (t^yv?y-4-^^) -2H-> f 

y^y y 1 -*^*ft**8W[i . 5 g Sr#/t. »&> 270U 

1 H — NMR (DMSO-d 6 ) d : 1. 71-1. 75 (2H, m) , 2. 
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0 5-2. 15 ( 2 H, m) , 2 . 5 4.-2. 6 8 (2H, m) , 3 . 23 
-3. 29 (2H, m) , 6. 84 ( 1 H, d, J = 8Hz) , 7. 26 (2 
H, d, J = 6Hz), 7 . 42-7. 58 (5H, m), 8. 20-8. 
22 (1H, m) , 8. 69 (1H, brS), 11. 09 ( 1 H, brS). 
5 MMM 9 8 



HJ&0II9 7t?#e>tl7t4-7^=^-3- (tr^JJ^-4->T/V) -2H 

y^v 9^-i-*viMk*si»tt2. 2 g£ri? by/v4 0mi 

fcfiMU 3 7%*;VA7/VftK (2. 3ml) ^O^T^TTvXlff'fb 
•>7/*7itMJ!)A (0. 0. 5 4g) ^7JP^fc 0 ftSO. 2 8m If: 

m* v v j^imn^M^ y u p tvvj*-ztm Lit. w^^^^at^ 

«U M^^bTWmL/c^ H a a ^It^^»x.-C?i^U 3- (1 

-y^/wt^y ^^-4-^/^) -4-7x^-2H-^ y^y y ^- 1 

-tyi/5 TfcftM 0 . 1 8 g &#7c 0 lift 2 5 8-2 6 0 °C/ftM. 1 
15 H-NMR (CDC 1 3 ) d : 1. 65-1. 82 (6H, m) , 2. 24 (3 
H, s), 2. 39-2. 44 (1H, m), 2. 8 3-2. 89 (2H, 
m) , 7. 02 (1H, d , J = 8 H z ) , 7. 23-7. 26 ( 2 H, m), 
7. 41-7. 53 (5H, m) , 8. 43 ( 1 H, d, J = 7Hz) , 8. 
4 5 (1 H, b r S) . 

20 mmm 9 9 

N, N-v^^- 2- (4->^^y^) "^XT^Kl. Ozb 
4-V7;-l->f/Hf'<y^yO. 6 g&^TH»j8 2£|^B6fcK 
JE5rfrV\ 4- (4-^b^7s-^) -3- (l-^^/Vf^y Vs- 
-2YL-4 y*/ y V- 1-^0. 4g«r#7c 0 112 0 9- 
25 2 lit:. 'H-NMR (4 0 0MHz, CDC 1 3 ) 5: 8. 8 
2 (brs, 1H), 8. 41 (d, J = 7. 8Hz, 1H), 
7. 5 7- 7. 3 8 (m, 2H), 7. 2 0-6. 9 5 (m, 5H), 
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3. 88 (s, 3H), 2. 87 (d, J = 9. 8Hz, 2H), 

2. 5 0-2. 40 (m, 1H), 2. 2 3 (s, 3H), 1. 
97-1.75 (m, 4H), 1.66 ( d , J = 1 1 . ■ 4 H z , 
2H). 

5 nmm 10 0 

N, N-^^vW- 2- (4-^nn/<y^) ^<yXT5Kl. OgH 
4- (4-^on7x^/V) -3- (l-^^/Ut°^y v/y-4- 

^ao -2H-^y=^yy>'-i-tyo. 4g£#fc 0 M254-25 

10 6°C. X H — NMR (4 0 0MHz, CDC1 3 ) 8 : 8.5 6 (b 
rs, 1H), 8. 41 (d, J = 8. 1Hz, 1H), 7. 5 
7-7. 30 (m, 4H), 7. 17 (d, J = 8. 3Hz, 2 
H), 6. 96 (d, J = 8. OHz, 1H), 2. 87 (d, 
J = 6. 8Hz, 2H), 2. 43-2. 30 (m, 1H), 2. 

15 2 3 (s, 3H), 1. 9 0- 1. 5 8 (m, 6H). 

m&m ioi 

3, 5 - *S7 o * - 2 - * ^vi^JMH*** i 0 1 - y ^/u^-^r > # ^ = 
20 1 -ty?:#5c 

mmm 102 

3 h * 2 ^A^S^^o^tf 1 — <'y*Sfl'tt s *ilfl'&~A'- 

^h^->-3- (t^y v^-4 — f/i-) -2H-/fy^y!Jy-i-ty 

25 £r#5o 

10 3 

«#ii 0 2x*mbntc5-t h*i/-3- (t°^y >^-4— ta) -2 
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mmm 1 o 4 

4 — S'T J ^^*^V^T|IJB^J8 1 t^©^fe"eaSS:m\ 5 - 

Uttffll 105 

10 3- h U y f /U- 2 - ^ f lj5 iU 5 4 - 7 - 1 - ^ f 

i?y%m^xmifoM8 i tfflmofr&y&jfc%i7^\ 3- (1-* 
^t 6 ^y ^^-4-^/1-) — 5 — h y 7/^n^f-^-2H-^y^y y 

Hifcfli 106 

15 N, N - -^if 3 - n - 2 - ^ f/^^X7 ^ Kl. OgH- 

^7/-i-^f;n;^!)^o. 7 g Mv^-cll;&£#!! 8 2 rafiUJiaESS: 

m\ 5-7/^0-3- (i-^^f^y ^-4-> r/v) -2H->r 

yjfyyy-i-tyo. 5g$r#fc. 1162 2 0-2 2 2°c. 'h-nmr 

(4 00MHz, CDC 1 3 ) 5: 10. 24 (brs, 1H), 
20 8. 12 (d, J = 7. 8Hz, 1H), 7. 40-7. 25 (m, 
2H), 6. 53 (s, 1H), 3. 02 (d, J = ll. 7H 
z, 2H), 2. 57-2. 41 (m, 1H), 2. 34 (s, 
3H), 2.11 (t, J = 12. OHz, 2H), 2. 0 2 (d, 
J = 13. 4Hz, 2H), 1. 9 0- 1. 7 5 (m, 2H). MS 
25 (EI): 2 6 0 (M+) 
MMM 10 7 

N, N-^f/i'-S-^ b^v'-2-yf^'<yX7^ Kl. Og£4- 
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i/Tj- 1 -^/vt-^y i>yo. 6 gzm^xmmms 2 tmuKEfc* 

fTV\ 5-7 { h d rv'-3- (1 -^fvWfcXy *J>-4-4M -2H-^ 
y^/Dy-l-tyo'. 2 g&#7c 0 m&2 3 9-2 4 2°C, 1 H — NMR 
(4 00MHz, DMSO-d 6 ) 6: 11. 24 (brs, 1 
5 H), 7. 68 (d, J = 8. 1Hz, 1H), 7. 33 (t, 
J = 8. 1Hz, 1H), 7. 18 (d, J = 7. 8Hz, 1H), 
6. 44 (s, 1H), 3. 89 (s, 3 H) , 2. 85 (d, 
J = ll. 5Hz, 2H), 2. 43-2. 28 (m, 1H), 2. 
17 (s, 3H), 1. 9 5- 1. 7 8 (m, 4H), 1. 65 
10 -1.50 (m, 2H). MS (EI): 2 7 2 (M+) 

m&m 108 

5-^h^v-3- d-^^/vf^y ^^-4-^r/v) - y*; 

Vy~ 0 g^^TWl 9 tmmzRfc*ft\<\ 5-fcK 

(l-^TVUfc^y 4 — - 2 H--f y^/ y 
15 l-^VO. lgr#fc a a^>2 8 0/ dec. 'H-NMR (4 0 0 
MHz, DMSO-d 6 ) 6: 11. 11, (s, 1H), 1 

0. 02 (s, 1H), 7.56 (d, J = 8.0Hz, 1H), 
7.18 (t, J = 7 . 8 H z , 1H), 7.03 (d, J = 6 . 
6Hz, 1H), 6. 44 (s, 1H), 2. 85 (d, J = 

20 11. 4Hz, 2H), 2. 45-2. 25 (m, 1H), 2. 1 
7 (s, 3H), 1. 99-1. 80 (m, 4H), 1.70- 

1. 5 0 (m, 2H). MS (EI): 2 5 8 (M+) 

25 H-«cy*; y >-i-*>3. og^y-womLCilsuM 
aLfcfta&itnu 5-tKB*v-3- (l-^^wt^y 

^) -2H-^y^/!/y-l-ty«. 9g£#7c 0 K2 6 9 
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- 2 7 1°C. 'H-NMR (400MHz, DMSO-d 6 ) 5: 1 
1. 28 (brs, 1H), 10. 23 (brs, 1H), 7. 
57 (d, J = 8. 1Hz, 1H), 7. 22 (t, J = 7. 8 
Hz, 1 H) , 7.08 (d, J = 7. 6Hz, 1H), 6.4 
5 2 (s, 1H), 3. 49 (d, J = ll. 7Hz, 2H), 3. 
0.8-2. 9 1 (m, 2H), 2. 7 6 (s, 3H), 2. 7 0 
-2. 60 (m, 1H), 2. 16 (d, J = 13. 2Hz, 2 
H), 1. 9 3-1. 7 8 (m, 2H). MS (EI): 2 5 8 (M 
+ ) 

io Mmffl 109 

3 n d - 2 — <y^,if^i:t;4 - v-ry - 1 j-^t^y 
y ^t°-< y v?>-- 4 A") - 4 - 7x-/v- 2H — fy^yyy-i- 

15 H^fil 1 1 0 

5-^no-6H-fx; [2, 3-c] f«J v^- 7-^-^1 g x 1 

f;H:^7^y (2ml) SrfflV^THifiW 1 £ l*ltR©;fr8fct?a&&fT^ 5 - 

(4-^^t°^7> ? ^- 1 — f;0 -6H-fxy [2, 3-c] t'Vi? 

>-7-Jr>5 3mg«r#fc 0 1 H — NMR (4 0 OMHz, CDC 1 3 ) 8 : 

20 2. 38 (3H, s), 2. 58-2. 63 (4H, m), 3. 23-3. 3 

0 (4H, m), 5. 95 (1H, s), 7. 08 ( 1 H, d, J = 5Hz), 

7. 62 (1H, d, J = 5Hz), 11. 35 ( 1 H, brS). 

Uttftll 1 1 

5-^nu-6H-fi/ [2, 3-c] fc° !) v^- 7 -;*->', 
25 ^7 ?/^y^2ml SrJB^TlUfcW 1 i ^«©^fe*eS^«rff 5 - 
(4 / k^y i -/f -6H-fxy [2, 3-c] 
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miMM 112 

6-^o-5H-fxy [3, 2-c] 1-P< 
fyl/tVyi/y (5ml) £ffl^TH;&l0!l 1 t mWiVjjfcX'fcfoZ'iT^^ 6 - 
(4-^^t°^7^V-l-^/W) -5H-f"^/ [3, 2-c] t°yi> 
5 5mg%#7c 0 1 H — NMR (4 0 0MHz, CDC 1 3 ) 5 : 

2. 39 (3H, s), 2. 5 5-2. 7 0 (4H, m), 3. 20-3. 3 
0 (4H, m), 6. 02 (1H, s), 7. 03 ( 1 H, d, J = 5Hz), 
7. 45 (1H, d, J = 5Hz), 11. 35 ( 1 H, brS). 

mmm 1 1 3 

10 6-^PP-5H-fx; [3, 2-c] t°y ^^-4-^-y, 4-v^T" 
;U7$/t^y^ (2ml) £J^TH5£#!] 1 i: IHItO^T'^^TV^ 
6- (4-v^5vVT$/ fc^y 1 ->f/U) -5H-fx/ [3, 2 

-cj t°y ^>-4-^-^^#5 0 
114 

15 3-?otJ-2H-' [f ] ^y^y y y- 1-^1 g , 4-^^ 

fc'-^v^ (5ml) ^fflV^T»J 1 t PliW^«lrl7^ 3 - (4 
-^f-jv\f^y^y-l-^ ;V) -2YL-' OX [f] 
jr^O. 2 1 g r#fco Ia2 5 3-2 5 4t/^?. 'H-NMR (4 0 0 
MHz, CDC1 3 ) 6:2. 36 (3H, s), 2. 71-2. 72 (4H, 
20 brS), 3. 4 6-3. 4 7 (4H, b r S), 6. 55 ( 1 H, s), 7. 
5 8- 7. 6 6 (3H, m), 7. 88 ( 1 H, d, J=8Hz), 8. 22 
(1H, d, J = 8Hz), 8. 39 (1H, d, J = 8Hz). 

nmm 1 1 5 

3-^pn-2H-^yx [f ] ^fy^/'j^-i-tyig, 4-v^f- 

25 ;V7-;;t^!)^ (5m 1) Zft^xmMWl kfflm<0%&X*fclfc%:m^ 
3- (4-^W?;tVi)-;y-i-^;i/) -2H-^X [f] 
y^/.yy-l-^7 7mg&#fc 0 11,2 3 2-2 3 3°C/#£?. 1 H- 
NMR (4 0 0MHz, CDC 1 3 ) 5 : 1. 8 3 - 1. 8 9 (2H, m), 
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2. 05-2. 08 (2H, m), 2. 39-2. 41 (7H, m), 2. 9 
3-2. 99 (2H, m), 3. 9 8-4. 0 0 (2H, m), 6. 55 (1 
H, s), 7. 57-7. 65 (3H, m), 7. 87 (1H, d, J = 8H 
z), 8. 23 (1H, d, J = 8Hz), 8. 38 ( 1 H, d, J = 8Hz). 

5 i i 6 

3-^at2-2H— <>X [h] 4V*J V >- 1 1 g, 

(5mi) zm^xmrnmi tmrn^m^Kit^n^s- (4 

-^^/i/tr^^v-i-'fA') -2H-^yx [h] 4 V 

Xl/Q. 3 5g£#7c 0 1 H — NMR (4 0 0MHz, CDC1 3 ) 5 :2. 
10 4 4 (3H, s), 2. 7 0-2. 7 6 (4H, m), 3. 4 4-3. 5 0 (4 
H, m), 5. 92 (1H, s), 7. 40 ( 1 H, d, J = 9Hz), 7. 4 
9 (1H. t, J = 7Hz), 7. 62 (1H, t, J = 8Hz), 7. 81 
(1H, d, J = 8Hz), 7. 87 ( 1 H, d, J = 9Hz), 10. 03 
(1H, d, J = 8Hz), 12. 22 ( 1 H, brS). 

15 mmm 1 1 7 

3-^do-2H-^x [h] py-i-tyi g, 

/V7?;^U^ (2ml) ^l^TlSfJl fc|^«l^fe-t?^*^V> 

3- — r/i-) -2H-^yX [h] 4 
y*; ])>-i-3r>o. 5 6g*ffc ( 'h-nmr (4 0omh z , cd 

20 Cl 3 ) 6 : 1. 7 8 - 1. 8 8 (2H, m), 2. 01-2. 06 (2H, 
m), 2. 34 (6H, s), 2. 34-2. 4 2 ( 1 H, m), 2. 38-2. 
4 5 (2H, m), 4. 0 2-4. 0 6 (2H, m), 5. 9 1 (1H, s), 
7. 38 (1H, d, J = 9Hz), 7. 47 ( 1 H, t, J = 7Hz), 7. 
64 (1H, t, J = 7Hz), 7. 79 ( 1 H, d, J = 7Hz), 7. 8 

25 5 (1 H, d, J = 9Hz), 10. 06 (1H, d, J = 8Hz), 12. 
0 4 (1H, brS). 

mrnm us 
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-1-4 A*) -6H-1, 6— ^-7f-y^-5-*^*»S. 

mm 1 1 9 

75/ tT-<y v^- 1-4 M -6H-1, 6-^"7^y v^-5-:^$: 
HJS« 1 2 0 

2 _75y-3-^f^yX75 K6. 0 g, h y ^^;VT ^11. 2 

io mi^^ f-jftvvirr n*6 0mi m»*¥U mtt* i - h^^*- 

«LT^-a-^l2- ((1- (^yv?/Vt=3r^/^^/^ t°-<yv ; ^-4- 
>f /W) # T 5 / - 3 - * f/V^yX7 5 F £ 6 . 8 g #7C 0 

^M7i»^o-7f^77^-tfllU 2. Og, fcWTllg?: 

£ <Dft&m% f y v 5 ^ 2 8 m 1 t Zfc 2 8 m 1 ©Ift^tffiKfclK*^ 2 NtK 
20 SMk"t- h y >7 A* 2 . 8ml *JPit-CMT?4 0 W# tfc 0 R^T#s 
«faLfc«f**itflfcL, 7K-C»LT2- (1- ('*>*?/V**i'iJA'tf- 

7 g &#fc„ 

Z.(D^m 8 . 7 g fc*fc**»0ft»«*fcJ^S** «T'»Lfc 0 

jtiy^xu :**/-/u-T?s&a&*TV\ 8-^^-2- (tr^ys^- 

4-^/1.) -3H-W/^-4-ty5g^#fe. 'H-NMR (4 0 0 



141 



WO 02/094790 



PCT/JP02/04995 



MHz, DMSO-d 6 ) d : 1. 6 2- 1. 8 3 (4H, m), 2. 42- 
2. 56 (4H, m), 2. 51 (3H, S), 2. 6 0-2. 6 8 (1H, 
m), 2. 9 5-3. 0 5 (2H, m), 3. 32 (1H, b r S), 7. 31 
(1H, t, J = 8Hz), 7. 62 (1H, d, J = 8Hz), 7. 90 (1 
5 H, d, J = 8Hz). 

mmm 1 2 1 

mMMl 2 0T#^tL7ci2- (tVy^-4WM -8-^f/>-3H 
-Jf-tyy y-4-tyO. 9 g£ffll^TH;6tI#l8 2 & lRlflte>#SfcT?KJ&$: 
frV\ 2- (1 -^A-f^y >^-4 —fA-) - 8 - ^^-3H-^t 

10 4 2g£#fc e l h-nmr (4 0 0mh z , cdci 

3 ) 5:2. 00-2. 15 (6H, m) , 2. 33 (3H, S), 2. 55 
-2. 64 (1H, m) , 2. 58 (3H, s) , 2. 96-3. 04 (2 

H, m) , 7. 32 (1H, t, J = 8Hz), 7. 58 ( 1 H, d, J = 
7Hz), 8. 09 (1H, d, J = 8Hz), 10. 81 (1H, brS). 

15 mmm 123 

2-757-3-^ h^r^yXT ^ K 2 . OgH - H^v7l^=* V* 
/W-jf-/l^) t°^y 4 /VtDVi^^fV^ vl V F6. 2 g Srffi^T^Jife 

f!l 1 2 0*5J:tf2Ufifll 8 2 i m&<Dtt"£BU&&ff)'\ S-^h 2 - 
(1 -^^/ut°^y v 5 ^- 4-^/W -3H-W!i^-4-t^O. 2 
20 2 g£#fc 0 l H-NMR (4 0 0MHz, DMSO-d 6 ) d : 1. 7 8- 

I. 9 2 (6H, m) , 2. 18 (3H, s) , 2. 4 7-2. 5 2 ( 1 H, 
ra) , 2. 80-2. 88 (2H, m), 3. 89 (3H, s) , 7. 31 

(1H, t, J=8Hz), 7. 38 (1H, d, J = 8Hz) , 7. 63 
(1H, d, J = 7Hz) , 12. 14 (1H, b r S) . 
25 12 4 

mmm 123 x-mbtitz. 8 h^v— 2 - ( 1 -^/utr^y 4 - 

-3H-^t^y V-4-^*:^V'»-ClQ6«l 9 J: lafll^Sfet?]* 
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j£*fTV\ 8-tFo^-2- (1 -^/H^y < M -3 

nmm 1 2 5 

2 — T 5 7- 3-7/^0^^X7 5. K£ 1- (^yv'/Vt^V^/l/^^/V) 
5 t^J/S^— 4 — f/^/>**^PjJ K^rffiV>X^JS^!l 1 2 OfciU^tg 

-Wl8 2fcfU«©*ife^ac£:S:tTV\ 8-7/v*o-2- (l-^/ut°^y 
12 6 

2-T5/-3-^p P^yXT $ Ki l - (?<>i?A'#3(-i'jJA'tf— M 
10 t°^y *? s s- 4 -JAsjJA'tf—fl'fi n y KSrfflVTHlSW 1 2 O&iTJ^JS 
W8 2i:ra«©^Jfe-e i RjSS:0V\ S-fi nn -2- .(1 -^TvH^y 

,HJg^l2 7 

is tViy v?v-4— y KSrfflv^TSUfiW l 2 0*5i^J6 

^_ 4 _^ ;U ) -3H-^/r/-4-t^l#5o 
H«J 12 8 

20 a y K*fflV»THJfe#!l 120 bfflWoXmx-ELjfciktJ^ 8 

-7 h^rv-- 2 - (4-^f^7^;V^o^= s rty-l-^/^) -3H 

y ^- 4 -^-y^#5 0 

H3S#I 12 9 

2 8T?#?>tlfc8-^ h^rv—2- (4-^f^7^-^n^ 
25 ^f-^-l— f/V) -3H-^ % /y>'-4-^SrfflV^^lSWl 9 tip! 
iO^«lrlTV\ 8-kKn^-2- (4-^W^;^n 
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m&m 1 3 o 

yft/istf-zu? p y K£J^tH;6S$] i20i l^#<ft;fr&T?®S£frv\ 8 

5 -7/l^^-o-2- (4-y^W^/^^o^t>-l-^^) -3H 
1 3 1 

2-75y-3-^npKyX7^ Kt4-^ W^y^^n^fy 
a ]) K«rfl3l*TlQ60! 12 0 £llitl<9;fr&T-£J&£?TV\ 8 - 
10 y-an-2- ;l/7^^ o^f y- 1 -/f^) - 3 H-^r 

1 3 2 

i;;Wl?~^y- u y K£J$^TH;S£#!J 12 0 £|5^©;fr?£lrKJS£fifl/\ 8 - 
15 (4-^W^y^n^fy-l — <;V) ~ 3 H-^r 

H»!l 13 3 

2-7$/'«yX7 5Ki (l-Tf-'tTv-^a [2. 2. 2] ^"^^^-3 
-> f /v) *>)Vi£~?v? a y K&JBV*T3I160!I 1 2 0 t PO«o*feT?»CS:ff 
20 V\ 2- (1 -T-f P [2. 2. 2] ^^y-S-^/U) -3H- 

y ^-4-*^4r»s. 

HJSM 13 4 

2-7$>"<yX7§Ki (l-TU*tr^o [2. 2. 2]**?^-3 
— f/V) T-Kf-M P y K£j^TH»l 2 0 fc[^fll©^«feT?S*SSrffV\ 
25 2- ( (1 -Tiffv'y-P [2.. 2. 2] ^ * 3 -^/V) ;><7VV) - 

3H-wyy-4-ty^#5„ 
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mm 135 

Vt }**s9u [3. 2. 1] 

&-?aS£*TV\ 2- tfv^ p [3. 2. 1] ^ 

5 ^^-3-^/1^) -3H-W!) ^-4-^-y^#5 e 
H160!l 13 6 

n y Klr^VNT^Ml 2 0 i|W)1i(7)^?£-T^^V\ 2- (4--^^ 

^^^ti^tv-i — iw) -3H-^tyyy-4-ty^#5 0 
io mmm 1 3 7 

2-75/-3-^f/^yX75 Ki l-^f/l/T^^P^fy 
a y KSrfflV>THJg^J 1 2 0 t RI«fc>;frifc"T?KJ£&0V\ 8 - 
*^7U-2- (4-^W$;^o^ty-l-^/l') -3H-* 
7/y>-4-ty4. 6mg«. jR£l 8 1-1 8 3X./5M. X H- 
15 NMR (4 0 0MHz, CDC 1 3 ) 5:1. 83-1. 85 (6H, m), 
2. 05-2. 35 (1 0Hz, m) , 2. 61 (3H, s), 2. 94- 
2. 96 (1H, m) , 7. 34 ( 1 H, t, J = 8Hz) , 7. 60 (l 
H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz). 
HJS0iJ13 8 

20 2-7S/-3-^f^<yX75 (l-Tif^i^? [2. 2. 2] 
^^-3—f/w) i;;^-Mn!) K££3^T|g»!l 1 2 0 £ |lf|*£tf)# 
S--fSJ5S^m\ 2- (l-Tiff-^P [2. 2. 2] ^"^^^-3-^ 
/^) - 8 3 H-^y y is- 4 17. 7 m g £#fc 0 

2 3 0-2 3 l°C/5^?. 1 H — NMR (4 0 OMHz, CDC 1 3 ) 5:1. 

25 12-1. 14 (1H, m), 1. 76-1. 92 (4H, m), 2. 29 
-2. 32 (1H, m), 2. 65 (3H, S), 2. 94-2. 96 (1 
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H, m) , 3. 05-3. 09 (3H, m) , 3. 24-3. 2 6 (2H, 
m) , 4. 0 2-4. 0 4 ( 1 H, m) , 7. 3 7 ( 1 H, t, J = 8 Hz) , 
7. 64 (1H, d, J = 8Hz) , 8. 11 ( 1 H, d, J=8Hz) . 
H»J 1 3 9 

5 2-7$y-3-^f;^>X7 5 K> ( 1 -T-fl?~>f n [2. 2. 2] 

lr??y-3 — <jv) r-t^/isfny F&m^xmi&Mi 2 o tmm<D%fc 

2- ( (l-7fb'i/^D [2. 2. 2] ^^-3— f 
tf-Ar) -8-^f^-3H-^t/!;y-4-ty2 7mg^#fc 0 
Bfc£l 8 7- 1 8 8°C/#j$. 1 H — NMR (4 0 OMH z , CDC 1 3 ) 5 : 
10 1. 65-2. 10 (5H, m) , 2. 5 6-2. 5 9 (5H, m) , 2. 
80-2. 85 (1H, m), 3. 00-3. 14 (5H, m), 3. 35 
-3. 41 (2H, m), 7. 29-7. 33 (1H, t, J = 8Hz), 
7. 57 (1H, d, J = 8Hz) , 8. 03 (1H, d, J=8Hz) . 

MMM 14 0 

15 2-7^/^yxr^ h*k a-^w^ ~7v ^t-^oy K&flii^ 

2 Ofcl^«c?#ifcT?KJS;&fTV\ 2- (2- (^^;>T^/) 

n»j 1 4 1 

. 2-7$y^yX7§ K^4-v ? ^^7*^y^y^ny K^^TH 
20 »|1 2 0 il^«©^ffi-CSiSS:fTV\ 2- (3- 
tVv) -3H-WJJ ^-4-^V4r#5. 
14 2 

H»Jl 2 0 £ITO©;frjfeT»»£&fTt'\ 2- (5- (v^^/KT^/) ^ 
25 y=r/V) -3xH-^tyyy-'4-M#5„ 
HiSflSJ 1 4 3 
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2-7$;-3->fMyXr$ Kfc (8-^fyl--8-T1ffc:*^D [3. 

2 . 1 ] ^ * 3 - Y/l-) I3)\y$=-)V? p y K^^V^T^M 1 2 0 t 

\z}$i<D3jfeX«fclfcZft\,\ 8-^^-2- (8-^^-8-7ft'->^ 

o [3. 2. 1] ^r^^^-3-1'/^) -3H-^t/yy-4-t^# 

5 So 

HJS^ 14 4 

2-7^-3-^ f/V<yX7 5 K 3 . 24g^3- (v^ ^A-7 5 / ) 
zfusO&mm&3. 3 8 g^rffli^TKESg^Jl 2 0 EM*©2fafcT?5a£$:fT 
V^8-^fvU-2- [2- (v^fvKT^/) Jt^/U] -3H-^"fyy> 
10 -4-t^9 3 6mg (50%) #fc c 

1 H — NMR (DMSO-d,) d:2. 18 (6H, s), 2. 69-3. 2 
0 (7H, m), 7. 32 (1H, t, J = 7. 7Hz), 7. 62 ( 1 H, 
d, J = 7. 3Hz), 7. 89 (1H, d, J=8. 1Hz). 
Hl£0il 14 5 

15 2-7^-3-^fMyX7U*3. 24g^4- (^f/U7^/) 

^^swi[»*3. 6 9 s&m^xmmm 120 * mm<Dj7mx*B.j&&ft^ 

8-^^/V-2- [3- T'atVu] -3H-*i-yy y 

-4-^177mg (3%) #7c 0 

X H— NMR (DMSO-d 6 ) d : 1. 9 1-1. 97 (2 H, m), 2. 4 
20 0 (6H, s), 2. 4 9-2. 5 3 (2H, m), 2. 59 (3H, s), 2. 
88-2. 91 (2H, m), 7. 2 6-7. 7 3 ( 1 H, m), 7. 55 (1 
H, d, J = 7. 3Hz), 8. 10 (1H, d, J = 8. 0Hz). 
MMW 14 6 

2 -75 7 — 3 -^f/v^yX7; F 3 . 2 6 g t 6 - 9v^7 5 7 ) 
25 -^f-^&^ig 2 . 4 9 g SrffiV>TH*f!l 120t PI«©^feT?^SS:fj 
1/^8-^^-2- [5- (v?^f^7^) -O^/W] -3H-=^t/y 
y-4-t^6 2 2mg (14%) ft 

1 H — NMR (DMSO-d 6 ) d : 1. 44-1. 4 9 (4H, m), 1. 8 
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0-1. 88 (2H, m), 2. 24 (6H, s), 2. 31-2. 34 (2 

H, m), 2. 67 (3H, s), 2. 66-2. 71 (2H, m), 7. 26 

-7. 2 9 (1H, m), 7. 5 4 ( 1 H, d, J = 7. 3Hz), 8. 0 6 
(1H, d, J = 7. 3Hz). 

5 MM$\ 14 7 

2-*^/ls£,%mmi. 8gfcit]!l-v'7y-4- (v^3vKT^/) ~> 

^^t>2. o g£js^-cn»i8 1 tmm<Djjmx*Ki&zn\<\ 3- 

(4- (i^fvwr^/) ^stn^^v-i — -2H-^y^y y 

^-1-^-yO. 3 9g^#fc,i^2 5 6-2 5 8t. 'H-NMR (CD 
10 CI 3 ) 5:1. 40-1. 46 (2H, m) , 1. 55-1. 65 (2H, 
m) , 2. 0 7-2. 14 (4H, m) , 2. 2 5-2. 3 5 (1H, m) , 
2. 35 (6H, s) , 2. 42-2. 51 ( 1 H, m) , 6. 32 ( 1 H, 
s) , 7. 43 (1H, t, J = 7Hz) , 7. 49 (1H, d, J = 8H 
z), 7. 62 (1H, t, J = 7Hz), 8. 37 (1H, t, d, J = 
15 8Hz) , 10. 31-10. 80 (1H, m) . 

mmm 14 8 

2- t i-J^&m^fc 1. 8g&£tM-(4-p< i?y- 
7*7~xi- h 2 gSrffiV^TH2gW8 1 tmmtDXmX'BifoZft^ 3 
- (3- (4-^^t°-<7v ? >'- 1 -4)V) Z/VM'/V) -2H-^y*rJ 

20 y>- 1-^-^0. 0 2 7 g^|fcjil 2 0-1 2 2°C. 1 H-NMR (C 

DC 1 3 ) 6:1. 8 3-1. 8 8 (2H.ni), 2. 37 (3H, s) , 2. 

42-2. 66 (1 2 H, m) , 6. 22 (1H, s) , 7. 36-7. 4 

3 ( 2 H, m), 7. 55-7. 59 ( 1 H, m) , 8. 33 (1H, d, 

J = 8Hz) , 11. 3 5 (1H, b r S) 
25 MMM 15 1 

3- ^Pn-2H-fy^r;yy-l-tyi. Og, (R) -3-tKn^ 
*y*<?)V- l-^TvU-t'^v^. 0 g£JSVvt;0£;8E0ill fcRflifcfia&i* 
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■£\ (R) — 3 — (2 — t Fn3rv^fvb-4 - ff-jV^y 1 
-2H-^fy^!jy-l-tyO. 3g&#7c 0 il&l 7 2-1 7 4°C. 1 
H-NMR (4 0 0MHz, CDC1 3 ) 5: 11.35 (bis, 
1H), 8. 16 (d, J = 8. OHz, 1H), 7. 54 (t, 
5 J = 8. OHz, 1H), 7'. 37 (d, J = 8. OHz, 1H), 
7. 3 0-7. 2 0 (m, 1H), 5. 89 (s, 1H), 4. 
10-3. 9 0 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 
3.4 9-3.4 0 Cm, 1H), 3.27-3.18 (m, 1H), 
3. 14-2. 95 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 
10 MMM 15 2 

3-^np-2H-^y^yyy-i-t>i. o g , (s) -3-tKn# 

^ (S) -3- (2-fc Ko^->^^;U-4-^^t°-<7i/>'- i -^/u) 
-2H-^ V*/ v>- 1-^0. 3 g<H#fc 0 Ml 6 9-1 7 it. 1 

15 H-NMR (40 0MHz, CDC1 3 ) 8: 11.41 (brs, 
1H), 8. 15 (d, J=8. OHz, 1H), 7. 54 (t, 
J = 8. OHz, 1H), 7.37 (d, J = 8. 0Hz, 1H), 
7. 3 0-7. 2 0 (m, 1H), 5. 88 (s, 1H), 4. 
15-3. 9 1 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 

20 3 . 4 9 - 3 . 4 0 (m, 1H), 3.27-3.18 (m, 1H), 
3. 14-2. 95 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 
H«J 15 3 

3-?uu-5-*^;V-2H-4 y*; ]) V-l-tyi. 0 g £ 2-fc 

25 Rj&«rfrV\ 3- ( 3 - fc Ko f 4 - ^ f ;H:X7 i ~^ 
;v) - 5 -^tvu- 2 H-jy*; yy- i-^-^o. 3g*mc 0 mM 2 

3 2-2 3 4°C, 'H-NMR (4 00MHz, DMSO-d 6 ) 5:2. 1 
3 (1H, br. s), 2. 2 0-2. 3 5 ( 1 H, m), 2. 24 (3H, 
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s), 2. 38 (3H, s), 2. 58 ( 1 H, t, J = 10Hz), 2. 70 
-2. 85 (2H, m), 3. 3 0-3. 7 0 (4H, m), 4. 63 ( 1 H, 
t, J = 5Hz), 5. 64 (1H, s), 7. 09 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 8Hz), 7. 87 ( 1 H, d, J=8Hz), 1 
5 1. 17 (1H, s). MS (EI): 2 8 7 (M + ) 
MMM 15 4 

2 - / h * a n/VTiT h ^ $ K@M ^"/HlDSttt 1 . 0 g fc 2 

h^TJ/Mwl^- l-^fvU^^S^O. 7 g SrfflV^TSatW 1 8 

10 -2H-^y^/yy-i-tyo. 5 g £#fc 0 Si&io 

5-109°C. 'H-NMR (4 0 0MHz, DMSO-d e ) 5: 
11.15 (s, 1H), 7.99 (d, J = 8. 1Hz, 1H), 
7- 53 (t, J = 8. OHz, 1H), 7. 43 (d, J = 7. 
8Hz, 1H), 7. 20 (t, J = 7. 8Hz, 1H), 5. 
15 8 0 (s, 1H), 3. 52 (d, J = 10. 5Hz, 1H), 
4. 12 (q, J = 7. 1Hz, 2H), 3. 16 (d, J = 5. 
1Hz, 1H), 3. 0 6-2. 9 0 (m, 4H), 2. 35-2. 
27 (m, 1H), 2. 25 (s, 3H), 1. 20 (t, J 
= 7. 1Hz, 3H). 
. 20 MMM 15 5 

2 7^=/U7 *-/UT± hJK KK^TvUttftttl. 0 g £ 2 

3gl:#fc„ Ml 6 4-1 6 7t. 'H-NMR (4 00MHz, DM 
25 S.O-d 6 ) 5: 11.03 (brs, 1H), 7.98 (d, 
J = 8. OHz, 1H), 7. 51 (t, J = 6. 8Hz, 1H), 
7. 41 (d, J = 7. 8Hz, 1H), 7; 17 (t, J = 7. 
1Hz, 1H), 5. 72 (s, 1H), 3. 48 (d, J = 
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11. 5Hz, 2H), 2. 90 (d, J = 12. 0Hz, 1H), 
2. 8 0-2. 7 0 (m, 2H), 2. 6 0-2. 40 (m, 2 H) , 
2. 21 (t, J = ll. OHz, 1H), 0. 99 (d, J = 
6. 4Hz, 3H). 

5 15 6 

(S) -2- (t Kn^^f;l/) - 1 -^/H^yi^O. 7g^ffi^ 
T^flJl 8 £|l]ai;ia&£ ; fTV\ (S) -3- (3-tKP^f/V-4 

1 -y -2H-Yy^f/yy-i-t>o. 3 g 

10 £#7c 0 7 3- 1 7 4°C. X H-NMR (40 0MHz, DMSO 

~ d 6 ) 5: 11. 10 (s, 1H), 7. 99 (d, J = 7. 
8Hz, 1H), 7. 52 (t, J = 7. 1Hz, 1H), 7. 
42 (d, J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 3 
Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 

15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 4 5-3. 2 8 (m, 
2H), 2. 77-2. 15 (m, 2H), 2. 56 (t, J = 
10. 5Hz, 1H), 2. 24 (s, 3H), 2. 12 (b r 
s, 1H) 

20 3 -^dh-2H — ( y ^- l -^4. Ogi: (S) -2-hKn- 

^^f;UtX7^ 5 . ■ 5 g |:l^xli«i tlD^^^tjV^ (S) 
-3- (3 -fc KP^f/Pt'^i/y- 1 f v) -2H-4 y*/ y 
l/-l-$->4. 5g£#7c 0 (S) -3- (3-tKo^f^f/i/tX7^ 
>--l->f,v) -2H-^y^/i)>--l-ty4. 5 g£7i? hy/V 

25 80mL&J;tf37 JJ 8 . 2 m L K« U 7K^TT*tK^ 

lb^T/*!7»-^y ?A3. 4g&£Tmmo. 8 5mL^Mfc„^ 
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(S) -3- (3-b Kn^rix^^/l— 4 -^/Vt: 3 ^ v>V- 1 — f^) 

-2H--i'y^yj)y-i-ty3. 3 g £#fc 0 

5 ^MM 15 7 

2-^ h^i/^/V#^7^=;w-T1r h-f 5: Kit* 5vi"*£&£ 1 . 0 gt 
(R) -2- (tFn^Wf/l') - 1 -p^/H^yv^O. 7g^|l^ 

T^J&$)1 8 tfflm\Z.KfoZft\<\ (R) -3- (3-tKo^f^-4 

-^^VHf^yv^- 1 y >- l-#yo. 4g 

10 £r#fc 0 Ml 7 1 - 1 7 3°C. 'H-NMR (400MHz, DMSO 

-d 6 ) 6: 11. 10 (s, 1H), 7. 9 9 (d, J = 7. 

8Hz, 1H), 7. 52 (t, J = 7. 5Hz, 1H), 7. 

43 (d, J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 8 

Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 
15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 4 5-3. 2 8 (m, 

2H), 2. 77-2. 15 (m, 2H), 2. 56 (t, J = 

10. 5Hz, 1H), 2. 25 (s, 3H), 2. 12 (br 

s, 1H) 

m&M 15 8 

20 3- (i i?y-4 — (a>) -2H--fy^/yy-i-^-y 

2. 0g^y^;-^2OmLtiiU 1 0%/^v^A-^sitl, Og 
©#iiT4 0^j±, 7 0 0 CT-zK«^D^fofc 0 S^Tm, S^MSr^i® 

nn*,l^ : ^/-,p=i o : 1 »MUt#?>Mi(^ y 7 s 
25 n tV^-x/U^PxLTWtt5b^ H B H ^5®cL, 3- (l-^/H^<y^ 

y- -3, 4-^kKn-2HWy^;yy-i-tyo. i 

g£#7c e Ml 3 9- 1 4 1°C. 'H-NMR (40 0MHz, CDC 
1 3 ) 5: 8. 08 (d, J = 7. 6Hz, 1H), 7. 48 
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(t, J = 7. 3Hz, 1H), 7. 38 (t, J = 7. 6Hz, 
1H), 7. 23 (d, J = 7. 3Hz, 1H), 6. 32 (b 
rs, 1H), 3.52 (brs, 1H), 3.15-2.90 (m, 
4H), 2. 30 (s, 3H), 2. 16 (brs, 1H), 2. 
5 0 0- 1. 7 0 (m, 4H), 1. 5 8- 1. 3 0 (m, 2H). 
0£J£0il 15 9 

2-7^-3-^f/^yX7.^ K3. 24g£3- (S^^T $ y ) 
. 0 0 g SrJl^TMf!] 120 b mm<D%feT~Rjfc£ft 

^8-^^-2- [2- (-^^T^/) -3H-^t/!)y 
10 -4-3r^*8 2m g (8%) #fc„ 

1 H — NMR (DMSO-d 6 ) d : 1. 13 (6H, m), 2. 6 0 (3H, 

s), 2. 65-2. 71 (4H, m), 2. 81-2. 87 (4H, m), 7. 

24-7. 2 9 (1H, m), 7. 53 (1H, d, J = 7. 3Hz), 8. 

08 (1H, d, J = 8. OHz), 12. 58 ( 1 H, m) . 
15 MMM 16 2 

2- * h^^A-tff-^T x.~/U7± h-f 5: KSft^ ^/l^SgfeJg 1 . 0 g t 2, 

3- (3, 5-^f^t^7^-i-^f^) -2H-^y^;yy-i 
-ir>0. 3g^|fc 0 M2 0 8-2 1 0°C. X H — NMR (4 0 0MH 

20 z, DMSO-d 6 ) 6: 10. 98 (brs, 1H), 7. 
97 (d, J = 7. 8Hz, 1H), 7. 50 (t, J = 7. 1 
Hz, 1H), 7. 41 (d, J = 8. 1Hz, 1H), 7. 1 
6 (t, J = 7. 1Hz, 1H), 5. 72 (s, 1H), 3. 
51 (d, J = 10. 5Hz, 2H). 3. 40-3. 25 (m, 

25 1H), 2. 9 0-2. 78 (m, 2H), 2. 15 (t, J = 
11. OHz, 2H), 0. 99 (d, J = 6. 4Hz, 6H). 

%%&m 16 3. 

N, N - 2 - ( 4 - y /<yX7 $ Kl. 0 g c 4 
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<MtV\ 4- (4-^^7m^/l/) -3- (1 -^^f-^y i?>-4- 

-2H-^y^yyy-i-tyo. 3 g £#fc 0 M24 4-24 

6°C. 'H-NMR (4 0 0MHz, CDC1 3 ) 5: 8.4 9 (b 
5 rs, 1H), 8. 40 (d, J = 8. OHz, 1 H), 7. 4 
7 (t, J = 6. 6Hz, 1H), 7. 40 (t, J = 8. 3H 
z, 1H), 7. 26 (d, J = 7. 6Hz, 2H), 7. 09 
(d, J = 8. OHz, 2H), 7. 02 (d, J = 7. 6Hz, 
1H), 2. .8 6 (d,. J = 5. 6Hz, 2H), 2. 50-2. 
10 3 8 (m, 1H), 2. 4 4 (s, 3H), 2. 2 2 (s, 3 
H), 1. 9 0- 1. 6 0 (m,. 6H). 

mm 1 6 4 

N, N-v^^/U- 2- (4-yjU^xn^<yi/ju) ^yX7^ Kl. 0 g t 
4->7/-l i?>0. 6 g^^THIi8 2 

15 j££r?TV\ 4- (4-7^n7=:^) -3- ( 1 5vUfcV<JJ 

4-^/V) -2H-- y 1-^-^0. 4g£t#fc 0 112 6 9- 

2 7 1°C. 'H-NMR (4 0 0MHz, CDC1 3 ) 8: 8. 5 

3 (brs, 1H), 8. 41 (q, J = 6. 8Hz, 1H), 
7.5 5-7.4 4 (m, 1H), 7.4 3- 7.3 8 (m, 1H), 

20 7. 2 4-7. 1 0 (m, 4H), 6. 97 (d, J = 7. 6Hz, 
1H), 2. 87 (d, J=8. 8Hz, 2H), 2. 44-2. 
30 (m, 1H), 2. 22 (s, 3H), 1. 90-1. 60 
(ra, 6H). 

mmm 1 e 5 

25 2-75 7-3-^f;l"<yX7 5; K3. 3 8 g t 3-t°^y ^/^n/N'y 
^«i&4. 2 6 g^ffiV^T^JaFlll 2 0i:»^Mje^8-^ 

(2-t°-<y vV^/V-) -3H-^i-^/V>-4-^>^l. 
0 4 g (5 5%) #fc 0 
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1 H — NMR (DMSO-d 6 ) d : 1. 51 (2H, m), 1. 68-1. 7 
4 (4H, m), 2. 56 (7H, m), 2. 7 2-2. 7 7 (2H, m) , 2. 
81-2. 86 (2H, m), 7. 2 3- 7. 2 9 (1H, m) , 7. 52 (1 
H, d, J = 7. 1Hz), 8. 89 (1H, d, J = 7. 8Hz). 
5 MMW 16 6 

2-T5y-3-^ fMVX7 ^ K 3 . 2 4 g <b 3 - (^V/fr P > — 4 — 

✓TAO •?u/<i>'&mgm3. 1 9 g »xi'MJi 2 o tm&ofifc-eR 

JteSr^V^ 8-^^-2- [2- (^^-4-^^) -3H 
-^rt/yy-4-M5 18mg (2 2%) #fc„ 
10 'H-NMR (DMSO-d 6 ) d:2. 56-2. 58 (4H, m), 2. 6 
4 (3H, s), 2. 8 3-2. 8 5 (2H, m), 2. 8 9-2. 9 2 (2 

H, m), 3. 6 6-3. 8 5 (4H, m), 7. 31 ( 1 H, t, J = 7. 
6Hz), 7. 57 (1H, d, J = 7. 3Hz), 8. 11 ( 1 H, d, J 
= 7. 8H z), 12. 02 (1H, m). 

15 nmm 1 6 7 

N, (2->f^^^) -<yXT^Kl. Ogt 

4-^7/-l -^^vH^l/ WO. 6 g^^THlfllS 2£|^&tJlR 
J5&^V\ 4- (2-7< h^rv^^A-) -3- (l-^/H^JJ W- 
4 — f/V) -2H-fy^y!)>-l-t>0. 2 g^ifco Ml 5 3- 

20 1 5 5°C. 1 H — NMR (4 0 0MHz, CDC1 3 ) 5: 8. 4 
4 (brs, 1H), 8. 39 (d, J = 7. 8Hz, 1H), 
7. 5 0-7. 3 2 (m, 3H), 7. 11 (d, J = 5. 6, 1 
H), 7. 09-6. 98 (m, 2H), 6. 94 (d, J = 8. 
OHz, 1H), 3. 68 (s, 3H), 2. 9 2-2. 80 (m, 

25 2H), 2. 4 0-2. 2 6 (m, 1H), 2. 2 1 (s, 3H), 

I. 8 2-1. 5 0 (m, 6H). 

m$m 1 e 8 

N, N- v^fvl'- 2 - ( 3 ^vW^v^) ^yX7 5: F 1 . 0 g t 4 
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&ff\i\ 4- (3-^f^7xs^) -3- (1 -^^/Uk^y 

-fAO -2H--(y^y j)y-i-*yo. 3 g £#fe 0 112 14-21 

6°C. 'H-NMR (40 0MHz, CDC1 3 ) 6: 8.6 9 (b 

5 rs, 1H), 8. 41 (d, J = 6. 6Hz, 1 H), 7. 4 
8 (t, J = 7. 1Hz, 1H), 7. 4 3-7. 2 8 (m, 2 

H), 7. 2 7-7. 10 (m, 1H), 7. 0 8-6. 9 5 (m, 

3H), 2. 9 5-2. 8 0 (m, 2H), 2. 5 0-2. 38 (m, 

1H), 2. 40 (s, 3H), 2. 23 (s, 3H), 2. 1 
10 0- 1. 6 0 (m, 6H). 

%mm 1 6 9 

N, N-v^fvV-2- (2-yfvW^vvv) ^X75K1. 0g£4 
-i/T J - 1 -^TvH^D v^O. 6 g SrffiV^HJS^8 2 tRUR^Rtf: 
£=fT</\ 4- -3 - (l-^fvUt^y v^-4- 

15 -2H-- r y=*v y v- 1 -^o. 3g^Hfc„ M249-25 

1°C. 'H-NMR (40 0MHz, CDC1 3 ) 5: 8.6 2 (b 
r s, 1H), 8. 42 (d, J = 7. 1Hz, 1H), 7. 5 
0-7. 20 (m, 5H), 7. 09 (d, J = 7. 1Hz, 1 
H), 6. 83 (d, J = 7. 3Hz (1H), 2. 90-2. 7 
20 8 (m, 2H), 2.3 7-2.24 (m, 1H), 2.21 (s, 
3H), 2. 0 1 (s, 3H), 1. 9 0-1. 5 9 (m, 6 H) . 
17 0 

N, N-^*fA'-2- , (3-^ ^yX7? Kl. Ogt 

4-i/7/-l-^f;H:^!i-^0. 6 g ££3^X1116018 2^|^^S 
25 &«rfrv\ 4- (3-y h^^7i=;v) -3- (l -y fyvf^y v>^- 

-2H-- r y^- i-t^o. 3 wisi- 

183°C. 'H-NMR (4 00MHz, CDC1 3 ) 5: 8. 5 
5 (brs, 1H), 8. 4.0 ( d , J = 7. 1Hz, 1H), 
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7. 53-7. 35 (m, 3H), 7. 03 (d, J = 8.0Hz, 
1H), 6. 97 (dd, J = 5.9Hz, 2. 4, 1H), 6. 
81 (d, J = 7. 0Hz, 1H), 6. 76 (d, J = 2. 7 
Hz, 1H), 3. 82 (s, 3H), 2. 9 3-2. 8 0 (m, 
5 2H), 2. 5 0-2. 3 9 (m, 1H), 2. 23 (s, 3H), 
1.9 0- 1.6 0 (m, 6 H). 

mmm 1 i 1 

5 g 1 4 -->t j - 1 - * 'r/ut'^v i» i . 2 g &m\,^xmMM8 2tm 
_ 4 _^,u) -2H-^y^yuy-i-tyi. 2 g &#fc 0 Mi 9 4 

— 1 9 6°C. 'H-NMR (4 0 0MHz, CDC1 3 ) 5: 10. 
14 (brs, 1H), 8. 0 0-7. 9 5 (m, 1H), 7. 
38-7. 25 (m, 1H), 6. 71 (s, 1H), 5. 29 
15 (s, 2H), 3. 50 (s, 3H), 3. 00 (d, J = l 
1. 4Hz, 2H), 2. 53-2. 41 (m, 1H), 2. 33 
(s, 3H), 2. 17-1. 9 5 (m, 4H), 1. 9 0-1. 
7 5 (m, 2H). MS (EI): 3 0 2 (M + ) 

mmm 173 

— is&s&m. 3 . 2 4 g %m^x$mm 120b m^o^mxRit^i- 

\f*8-*7-A>-2- [5- {'y^^T^J) s<>?-/V} -3H-^rt/JJ. 
y-4-^124mg (8%) #7c 0 

! H-NMR (DMSO-d 6 ) d:0. 90 (6H, m), 1. 32-1. 4 
25 2 (4H, m), 1. 70-1. 78 (2H, m), 2. 30-2. 49 (6 
H, m), 2. 5 8-2. 6 6 (2H, m), 3. 29 (3H, s), 7. 29 
-7. 33 (1H, m), 7. 62 ( 1 H, d , J = 7. 3Hz), 7. 90 
(1H, d, J = 7. 3 Hz), 12. 12 ( 1 H, m) . 
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%mm 1 7 4 

mm^M^xmt&Mi 2 0 ^^0^7?^*^^ 8-^^- 2- 
[4- (i/^^r^y) -3H-W;y-4-tyr#5o 

5 Hffiftl 17 5 

2-T5/-3-^ f/l^yXT 5 K 2 . 9 8 g £ 5 - (>^ $ y ) 

^wtsjstt& 2 • 4 5 g zm^xmMM 120 b mm<D%-mx*%.jfc%fi 
^8-^^-2- [4- (v^^r^y) y^/v] -3H-wy> 

-4 -^£2. lOg (7 7%) #7C„ 

10 X H-NMR (DMSO-d 6 ) d : 1 . 43-1. 47 (2H, m), 1. 6 
8-1. 72 (2H, m), 2. 10 (6H, s), 2. 2 2-2. 2 5 (2 
H, m), 2. 5 7-2. 6 1 (2H, m), 3. 40 (3H, s), 7. 2 7 
-7. 32 (1H, m), 7. 6 0 (1H, d, J = 7. 6Hz), 7. 88 
(1H, d, J = 7. 9 Hz). 

15 »17 6 

2-7$y-3->f^X75Kl. 44gt4- (¥u }) 1 - 

J /V) -f? V'&ttttffc 1 . 5 6 g frm^XUMM 120 t mU<D%&'VRJ& 
Zft\ l ^S-t3~;V-2- [3- (t°n y 1— f/V) 7°nt:VKI -3H 
' -^t/y^-4-M3 8mgHfc, 

20 1 H— NMR (CDC 1 3 ) d : 1. 9 1-2. 0 1 (6H, m), 2. 5 9 (3 
H, s), 2. 70-2. 74 (6H, m) , 2. 92-2. 95 (2H,m), 
7. 27-7. 31 (1H, m), 7. 54 ( 1 H, d, J = 7. 1Hz), 
8.08 (1H, d, J = 7. 1Hz). 

m&m 1 7 7 



25 N, N - i^xf /V- 2 - ^ f = f ^ 7 5 Kl. 0gt4-V7/-l- 

^/vtf^y v^o. 7 g ^tIM(8 2 *IS)aiifcfij£«:fTV\ 7-(l 
-y^-t^y ^y-4-^r/v) -6H-1, 6-t7fyv?y-5-ty 

1/lOTkttMlO. 4g£#fd e iM>240°C/#8?, *H — NMR (4 
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00MHz, DMSO-d 6 ) 5 : 1. 6 0- 1. 7 0 (2H, m), 1. 8 
5-1. 95 (4H, m), 2. 17 (3H, s), 2. 3 5-2. 5 0 (1 
H, m), 2. 86 (1H, d, J = 8Hz), 6. 40 (1H, s), 7. 4 
1 (1H, dd, J = 8, 5Hz), 8. 41 (1H, d, J = 6Hz), 
5 8. 8 4 (1H, dd, J = 5, 2Hz), 11. 49 ( 1 H, brs). M 
S (E I) : 2 4 3 (M + ) 

nmm 1 7 8 

N, N-v^fv^— 2, 3-^fMyX7$Kl. OgM-^T/- 

-l-*yO. 3g«r#fc.»jSl 9 6-1 9 8t. 'H-NMR (4.0 0 
MHz, CD C 1 3 ) 6: 10. 24 (brs, 1H), 8. 
22 (d, J = 8. 1Hz, 1H), 7. 45 (d, J = 6 . 8 
Hz, 1H), 7. 3 1 (t, J =8. OHz, 1H), 6. 4 
15 2 (s, 1H), 3. 04 (d, J = ll. 5Hz, 2H), 2. 
5 8-2. 4 3 (m, 1H), 2. 49 (s, 3H), 2. 37 
(s, 3H), 2. 21-2. 07 (m, 2H), 2. 0 7—1. 
96 (m, 2H), 1. 9 6-1. 8 0 (m, 2 H) . MS (E 
I) : 2 5 6 (M+) 

20 mmm 179 

N, N-^xf^-2-xf/^yX7^ Kl. OgH->7;-l-^ 

;v_3_ (i-^f-/vt o -<i;^y-4->f^) -2H-' r y*/ v >- 1 - 

tVO. 9g^|fcoI^2 0 2-2 0 4°C. 'H-NMR (40 0MHz, 
25 CDC1 3 ) 5: 8. 40 (d, J = 7. 8Hz, 1 H), 8. 
38 (brs, 1H), 7. 7 0-7. 6 0 (m, 2H), 7. 
48-7. 41 (m, 1H), 3. 00 (d, J = ll. 7Hz, 
2H), 2. 9 5-2. 8 3 (m, 1H), 2. 32 (s, 3H), 
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2. 27 (s, 3H), 2. 15-2. 01 (m, 2H), 1. 
8 9-1. 7 0 (m, 4 H). 

■ w&m i8o 

N, N-v^^vu- 3- (^W^;) -2-^fMyX75Kl. 
5 OgM-^ZZ-l-^f/i'tXy^o. 7 g&JBVvtHJ60!l8 2 £|r| 
«^KJCSrffV\ 5- (v^^^T?/) -3- (l-^/H:X!)^- 
4-^/1") -2H-^y^f7!jy-l-tyO. 6g£#7c 0 M2 16- 

2 18°C. 1 H — NMR (4 0 0MHz, CDC1 3 ) 8: 10. 
51 (brs, 1H), 8. 04 (d, J = 7. 8Hz, 1H), 

10 7.34 (t, J = 7 . 8 H z , 1H), 7.25 (d, J = 7. 
8Hz, 1H), 6. 68 (s, 1H), 2. 99 (d, J = 
11. 5Hz, 2H), 2. 78 (s, 6H), 2. 57-2. 4 

3 (m, 1H), 2.33 (s, 3H), 2.16-1.99 (m, 
4H), 1.8 8-1.7 8 (m, 2H).MS (EI): 2 8 5 (M 

15 +) 

18 1 

3- (l-^/H:X!)v?y-4-^^) -2H-i-t^y^fy^/!Jy 
-5-#/M?:/®^M3. 7 giSXV'bV^f-/^T^y4. 8mL£xh 
7tKP77y6 0mL|;«U *?7 zz~/lsV >Wt7 *S K 2 . 9mLa 
20 it4»ilILfc 0 £J5?I(^ ^ / 0 mL ^iDi t ^ II 4 ^ 

IHJnUJfflBljLfc. ^3l*T«««E«r»l6L-C»e>Jxfcajt^Sfe*y 
»*SrlPiLr«fau*:fefli«:lttRU 1, (3- (l-y^-f^y 

^^-4-^^) - 2H- 1 -t^y^ y^y y >-5 — f/u) #wi. 

OgiUfc. I/S>2 8 0t. 1, 3-v? (3- (l-^5vH^y^- 
25 4— f/W) -2H- 1 -Jr*V4 V 7^71. Ogi 

2 o %im.\tts v -7 at)c« lOmL fi^fi? u i o mmmfmrn L± 0 R 
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0. 0 8«aj#**ttLTWfflLfc£ft**ttb'f y/D/V^vt»L 

V>- 6 g&#fc 0 1^2 2 2-2 2 4°C. 'H-NMR (4 

00MHz, DMSO-d 6 ) 5: 10. 90 (brs, 1H), 
5 7. 3 5 (d, J = 7. 6Hz,. 1H), 7. 06 (t, J = 
7.8Hz, 1H), 6.80 (d, J = 7. 6Hz, 1H), 6. 
45 (s, 1H), 5. 48 (s, 2H), 2. 85 (d, J 
= 11. 2Hz, 2H), 2. 39-2. 2 8 (m, 1H), 2. 
17 (s, 3H), 1. 9 5- 1. 7 8 (m, 4H), 1. 7 8 
10 -1. 6 0 (m, 2H). MS (EI): 2 5 7 (M + ) 
H» 18 2 

N, N-v^fvW-2- {Z-7 )Virv<l/*s>V) ^<VX7 5 Kl. Ogt 
ffc&ft\<\ 4- (2-7/^a7x^) -3- (l-yfM^^!Jv?y- 

15 4--f;0 -2H-^y^-;yy-i-tyo. 4 g £#fc 0 1^2 4 7- 

2 4 9°C. 1 H-NMR (40 0MHz, CDC1 3 ) 6: 8. 7 
9 (brs, 1H), 8. 43 (d, J = 6. 6, 1H), 7. 
5 6- 7. 3 5 (m, 3H), 7. 3 0-7. 12 (m, 3H), 
6. 96 (d, J = 8.0, 1H), 2. 95-2. 80 (m, 2 
20 H), 2. 40-2. 2 8 (ra, 1H), 2. 23 (s, 3H), 

1. 9 0- 1. 7 0 (m, 4H), 1. 65 (d, J = 13. 9, 
2H). 

H«!l 18 3 

N, N - v^xf 5 - ^ n a - 2 - > f/Ky X7 ^ Kl. OgH-V 
25 7 gSrfflv>T|llfe^J8 2 i: IplfllifcSSSrfT 

t,\ 7-^ an- 3- (1-^7^1)^-4 — i )V) -2H— fV^ 
J yy-l-tyO. 5 g&#fco»&2 5 3-2 5 5°C. 'H-NMR (4 
OOMHz, DMSO-d 6 ) 8: 11. 39 (brs, 1H), 
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8. 0 3 (s, 1H), 7. 7 0-7. 6 0 (m, 2H), 6. 
40 (s, 1H), 2. 85 (d, J = ll. 5, 2H), 2. 
41-2. 25 (m, 1H), 2. 17 (s, 3H), 1. 88 
(dd, J = ll. 7, 10.2, 4H), 1.6 8-1.5 5 (in, 
5 2H). MS (EI): 2 7 6 (M+) 
MMM 1 8 4 

5-fc Kn**>-3- (l-^^/Hf^U i?y-4-4/l') -lYi-JV* 
J yy-l-tyliSO. 8 g&fflWtHJ60!ll 5 8fcR«fc:Rf&$:tfV\ 
5-tKn^i/-3- -3, 

10 Kn-2H— f y-l-*yO. 1 g r#fc 0 I^2 1 6-2 1 8°C. 
1 H — NMR (40 0MHz, DMSO-d 6 ) 6: 9.66 (s, 
1H), 7. 85 (s, 1H), 7. 29 (d, J = 7. 6, 1 
H), 7. 10 (t, J = 7. 8, 1H), 6. 94 (d, J 
= 7.8, 1H), 2.8 0-2.6 0 (m, 4H), 2.09 . (s, 

15 3H), 1. 7 6- 1. 4 5 (m, 5H), 1. 4 0-1. 2 0 (m, 
3H). MS (EI): 2 6 0 (M+) 

1 s 5 

N, N-v^fvV-3-^ h^^5vV;r^-2-^7VW<^XTS: Kl. 
5gtA- Wtf-A'T^S) ■ff-n—hVA'l. 0g»t»j82 

/T'ntvv) -2H-'fy^yyy-i-tyo. 4gSr#fc» SI&110 

-112°C. 'H-NMR (4 0 0MHz, CDC1 3 ) 5: 11. 
55 (brs, 1H), 7. 99 (dd, J = 4. 9, .2. 2, 
1H), 7. 33-7. 24 (m, 2H), 6. 61 (s, 1H), 
25 5 . 2 8 (s, 2H), 3. 50 (s, 3H), 2. 67 (t, 
j = 6. 4, 2H), 2. 37 (t, J = 6: 1, 2H), 2. 
3 2 (s, 6H), 1. 8 3- 1. 7 5. (m, 2 H) . MS (E 
I ) : 2 9 0 (M+) 
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18 6 

5-t h*^5vM-*->-3- (3-^r^7^y/Dt» -2H- 

-f v*ts y 1 - t^o. 3 gtm^xmmmi o 8 

5 y-l-t>IilO. 2 5g^|fc„ 14 1-14 3°C. ^-NMR (4 
OOMHz, DMSO-d 6 ) 5: 11. 2 2 (brs, 1H), 
10. 78-10. 40 (m, 2H), 7. 57 (d, J = 8. 1, 
1H), 7. 19 (t, J = 7. 8, 1H), 7. 15-7. 05 
(m, 1H), 6. 51 (s, . 1H), 3. 10-2. 92 (m, 
10 2H), 2. 7 2 (s, 6H), 2. 6 0-2. 4 3 (m, 2 H) , 
2. 10-1. 9 0 (m, 2H). MS (EI): 2 4 6 (M+) 
&mW 18 7 

N, N-v^fvV-3-* h ^f->^ f /l^t^v'- 2 - ^ f /l/^VXT 5; Kl. 
5g£5- (i^3vV7$y) -<y*>'~hVA'l. 0g^|KlM8 

15 2tmm^Kft^n^\ 5-y- v**/*^***/-*- 

-2H-4 y*/ }) y-l-*>0. 4 g SrWfc. Rj£ 1 0 9 
— 1 1 1°C. 1 H — NMR (4 0 0MHz, CDC1 3 ) 6: 10. 
71 (brs, 1H), 7. 99 (dd, J = 3. 4, 2. 6, 
1H), 7. 3 5-7. 2 5 (m, 2H), 6. 6 5 (s, 1H), 
20 5. 2 9 (s, 2H), 3. 51 (s,. 3H), 2. 61 (t, 
J = 7. 3, 2H), 2. 35 (t, J = 6. 8, 2H), 2. 
25 (s, 6H), 1. 83-1. 70 (m, 2H), 1. 61 
-1. 5 0 (m, 2H). MS (EI): 3 0 4 (M+) 

w&m 1 8 8 

25 5 - * h 3r f-jvir^y- 3 - ( 4 - i/y f-jVT 5: y 7*5^) - 2 H -> f 

y^y y y- 1 -^-yo. 3 g£J3^TH«li 0 8 trnm^fovft^", 
5-tKp^>-3- (4-i/y^vr^ y 7f-/H -2H — fy^yyy 

-l-^-y^SS^O. 2 5g^|f; 0 |L§ 231-233 "C. : H — NMR 
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(4 0 0MHz, DMSO-de) 5: 11. 14 (brs, 1 
H), 10. 01 (brs, 1H), 7. 56 (d, J = 8. 1, . 
1H), 7. 17 (t, J = 8. 1, 1H), 7. 02 (d, J 
= 6.8, 1H), 6.45 (s, 1H), 2.5 2-2.3 5 (m, 
5 2H), 2. 19 (t, J = 7.1, 2H), 2. 08 (s, 6 
H), 1. 60 (t, J = 7. 6, 2H), 1. 40 (t, J 
= 7.3, 2H). MS (EI): 260 (M+) 
HWJ 18 9 

N, h*^f^t^->-2-^f/l^yX7$ Kl. 

10 5gi3- (fc^pi^-l-^/u) 7°d h y/H. lg»Ti 

»J8 2 fcRI«fc5*S*fTV\ 5~P< h^^f-^dr^-3- (2- (fc° 

s<V V^-i-JM x-f-M -2H-^y^r/!Jy-i-tyo. 5g£ 

mtz 0 5-t h*is* i T/l>**i'-3- (2- (t°^<y v?^- 1 -J M = 
J-JV) -2H-^y^y]Jy-l-tyO. 5g»T«10 8^ 

15 ^tw^JC&Sr^TV> N 5-tKo^-3- (2- (fcT-^y v?^- 1 — T/l^) 3i 
3vU) -2H-^fy^!)y-l-tyO. 4g^#f; 0 M26 1-2 6 
3°C. 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 5: 11. 
29 (s, 1H), 10. 51 (brs, 1 H) , 10. 41- 
10.00 (brs, 1H), 7.57 (d, J = 7. 8, 1H), 

20 7. 2 2 (t, J = 7. 8, 1H), 7. 10 (d, J = 7. 8, 
1H), 6.5 8 (s, 1H), 3.44 (d, J = 11.0, 
2H), 3. 40-3. 23 (m, 2H), 3. 0 1 (t, J = 
8. 8, 2H), 2. 95-2. 80 (m, 2H), 1.85-1. 
6 0 (m, 5H), 1. 4 8-1. 3 0 (m, 1 H) . MS (E 

25 I ) : 2 7 2 (M + ) 

mm 190 

N, N-^if;V-2-^f/U'<yX7^ K5. 2gM->77t°y^ 

3. Az*m^xmms2bmk\z.R&%ft\ l \ 3- u-trysw - 
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>2 7 0°C. 1 H — NMR (DMSO-d 6 ) 5: 7. 52 (1H, s), 

7. 6 1-7. 6 7 (1H, m), 7.7 8- 7.8 3 (2H,m), 8. 

25 (1H, d, J = 6Hz), 8. 36 (2H,.d, J = 7Hz), 8. 
5 97 (2H, d, J = 7Hz), 11. 90 (1H, bis). 

3- u-vwa*) -2H- ry^/ v y-i-*>mw£M*mfeM&K 

MU 1. 8g£#fc 0 Z.<D\k-§Sfo^y*^JV-fc;VJ±T^ K4 OmL W 

7Lxwn */uj>, T-tt m b fc 0 til !7 ^ -e^M 

tLfcM £ V y # 7A^uyf^77^H: til L fc, 
fuv ->v= 5 : 1 atW^S:*IBLT*fa LfciH££aMR U 

3- (1-^^-1, 2, 3, 6-fh7tKPt°!J^y-4-^^) - 

15 2H-^y^yy-i-tyo. 9 e g£#fc 0 st&2 2 2-2 2 3°c. 1 

H — NMR (CDCI3) 5: 2. 42 (3H, s), 2. 55-2. 
59 (2H, m), 2. 6 6-2. 6 9 (2H, m), 3. 16-3. 2 
0 (2H, m), 6. 3 0 (1H, s), 6. 46 (1H, s), 7. 4 
1-7. 45 (1H, m), 7. 50 (1H, d, J = 8Hz), 7. 5 
20 9 - 7. 6 3 (1 H, m), 8. 33 (1H, d, J = 8Hz), 9. 3 
7 (1 H, b r s). 
MMM 19 1 

N, N-v^fvl"- SKI. 9 g £ 1 -*<y&jU- 3 - 

•yjyt^y^yi. 8 g&m^x&Mms 2 bfflfflz.R&&ft\'\ 3-(i 
25 -^y^txu </y- 3 - <f ; u) - 2 h--{ y^f; y y- 1 - ^-y 1 . 6 

4 g £#fc c gt£ 176-178 °C 
HWJ 19 2 

3- (1 -^o^t^y -^y-3-^/w) -2H-^y^;yy-i-t 
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Vl. 5 g^^fwyi 5mLC*j»U tR^T-C^op^I-^c! 
p ai^U 0 . 6 8 m L ZMtLX 2 B?IHJ£fiT?«# Lfc 0 M«ftg VXBft 

ztts-Mmmu loftmmmmvtco mmzmmvxmm^* 

y/V2OmL*5j:037 %3jVW U ^tK^'/K 1 . 4 m L t» U fclfrTT? 
TK^tv-T/^^^ h V 9^0. 3 3 g&£V°%mO. 1 8mL»^fc 0 

p p A Tttffl L fee ^TM fcfifc®^ ^ * A U Bfflk "sV-b 
10 ^/W* 7 A ^ P -7 b ^'7 7 - CTil Lfc 0 ^pp*^:^;-^= 
4 : l^ffi^trTObTtlfmbfc^ B B H ^^y^PtVVni-^ ! ,-x^L, 

3- -2H — r yy-i-t^ 

0. 1 8 g ^|fc 0 K 1 5 5 - 1 5 6 °C. 1 H-NMR (CD C 1 3 ) 8: 

1. 5 2- 1. 7 8 (5H, m), 2. 18-2. 25 ( 1 H, m), 2. 
15 31 (3H, s), 2. 4 5-2. 5 5 ( 1 H, s), 2. 65-2. 8. 

6 (2H, m), 6. 23 (1H, s), 7. 36-7. 44 (2H, m), 
7. 55-7. 60 (1H, m), 8. 35 ( 1 H, d, J = 8Hz), 1 
1 . 4 0 ( 1 H, b r s ) . ; 

. mnm 193 

20 N, N - -y^iV- 2-t f;^yX7 ^ K 1 . 7 g b 1 - * 5v^- 5 - 
7V-1, 2, 3, 6— r h7t Kp try v 5 ^ 1. 8 z%m^X$&&MS 2 
fcR«fc®£:«:^V\ 3- (1-y^-l, 2, 3, 6-7h7tKof 
Jli?^-5->f/U) -2H->fy*/y^-l-tV0. lg§#fc. M 
2 1 4-2 1 6°C. 'H-NMR (CDC 1 s ) 8: 2.39-2.47 

25 (2H, m), 2. 47 (3H, s), 2. 5 7-2. 64 (2H, m), 
3. 2 7-3. 2 9 (2H, m), 6. 3 2-6. 3 4 ( 1 H, m), 6. 
38 (1H, s), 7. 40-7. 4 5 ( 1 H, m), 7. 49 (1H, 
d, J=8Hz), 7. 5 9- 7. 6 3 (1H, m), 8. 33 (1H, 
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d, J = 8Hz), 9. 0 4 (1H, b r s). 

mmm 1 9 4 

3-^PP-2H-^y^; y y-i-t^i. o gi 2-t Fn^-^f 

/utX7v?yi. 5 g£fflV^TH»Jl £ TOK&&<HtV\ 3- (3-t 
5 Ko^-^f;H;^7^-l-^^) -2H — f y *J ]) >- 1 -#>0 . 
8 g£#7e 0 gfej& > 1 2 0°C/^?, L H-NMR (4 0 OMHz, DMS 
0-d 6 ) 5:2. 32 (1H, t, J = 1 OHz), 2. 50-2. 65 (1 
H, m), 2. 7 0-2. 8 0 (2H, m), 2. 93 ( 1 H, d, J = 12 
Hz), 3. 3 0-3. 4 5 (4H, m), 3. 49 (1H, d, J = 11H 
10 z), 4. 65 (1H, t, J = 5Hz), 5. 72 ( 1 H, s), 7. 18 (l 
H, t, J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 51 (l 
H, t, J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 10 (l 
H, br. s). MS (EI): 2 5 9 (M + ) 
»J19 5 

is 3-^on-2H-'fy^;!)y-i-tyi. ogii-if^-2-t 

3- ( 4 - xf 3 - t Kn ^r->^ f /H^Xy i/y- l -^^) -2H — 

-r y^y v v- 1 -^o. 6g&#7c 0 'h-nmr uoomhz, dm 

SO-d 6 ) 5:0. 96 (3H, t., J = 7Hz), 2. 30-2. 50 (3 
20 H, m), 2. 6 5-2. 9 0 ( 2 H, m), 3. 2 5-3. 6 5 (6H, m), 
4. 55 (1H, t, J = 5Hz), 5. 73 ( 1 H, s), 7. 16 ( 1 H, 
t, J = 8Hz), 7. 40 (1H, d, J = 8Hz), 7. 49 ( 1 H, 
t, J = 8Hz), 7. 97 (1H, d, J = 8Hz), 11. 05 ( 1 H, 
br. s). MS (E I) : 2 8 7 (M + ) 
25 HJ&#!] 19 6 

3 d p- 2H-y y=¥y y 1 - tvi. o g t 2-t Ko^-->y^ 

/V- 1 MtVM^y V s V 1 . 5 g £ffi^THMI 1 i ra«£££«r?TV\ 

3- (3-fc Kn^v-^ 7^-4-7^ ^^7^^- 1 ->f/V) -2H 
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-4V*J Vy-l-*>0. 6g«r#fc. iBA 1 5 2- 1 5 4°C, 1 H- 
NMR (40 0MHz, DMSO-d 6 ) 5:0. 84 (3H, t, J = 7H 
z), 1. 3 5-1. 5 0 (2H, m), 2. 2 5-2. 5 0 (2H, m), 2. 
6 0-2. 9 0 (4H, m), 3. 3 0-3. 4 0 (3H, m), 3. 40- 

5 3. 5 0 (1H, m), 3. 5 5-3. 6 5 ( 1 H, m), 4. 57 (1H, 
t, J = 5Hz), 5. 75 (1H, s), 7. 19 ( 1 H, t, J = 8Hz), 
7. 42 (1H, d, J = 8Hz), 7. 52 ( 1 H, t, J = 8Hz), 7. 
9 9 (1H, d, J =8Hz), 11. 0 6 ( 1 H, s). MS (E I ) : 3 
0 1 (M + ) 

10 mMM 19 7 

3-^pp-2H— <V*J Ogi: l-^<yiP^-2- 

3 _ ( 4 -^y^u- 3 - 1 Ko^^^^7v?y- 1 -^/l') -2H 

-^y^/yy-i-t>o. 7g«rfcfc. 1K£ i7 6-i7 7°c, x h- 

15 NMR (4 00MHz, DMSO-d 6 ) 5:2. 27 ( 1 H, t, J = 8H 
z), 2. 54 (1H, bi. s), 2. 69 (1H, d, J = 14Hz), 2. 
84 (1H, t, J = 12Hz), 3. 3 0-3. 4 0 (3H, m) 3. 50 
-3. 60 (1H, m), 3. 70-3. 80 (1H, m), 4. 06 (1H, 
d, J = 14Hz), 4. 69 (1H, t, J = 5Hz), 5. 76 (1H, 

20 s), 7. 15-7. 40 (6H, m), 7. 42 ( 1 H, d, J = 8Hz), 
7. 50 (1H, t, J = 8Hz), 7. 99 ( 1 H, d, J=8Hz), 1 
1. 07 (1H, s). MS (EI) : 3 4 9 (M + ) 
MMM 19 8 

5-^a ; e-3-^nP-2H-^y= 5 r/^-l-tyi. 0 gt2-'c 
5-7v*-3- (3-tKa^f/^7^-l-^^) -2H- 

4 y*; v >-i-*yo- s g &#fc 0 230 °c/ftm. 
mn&m 1 9 9 
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5-^0^-3- (3 -t Yn^i/^^-^yf^yi^y- 1 — f ;V) -2H- 

-r y^/ y 1 -^->-o. 7 g £Ti? h~ b y /V2 omL&iu's 7%* 
/w y y?m^ 1 . 4 m L U 7K^Tt:vX^{b ->7 y * f V V 
AO. 3 3gfeit;fti0. 1 8mL^iPx:7c: 0 S^T^R^^ift^lL 
5 T^btlfc^M^^ y AtK««^T^ n P/^/VA-c-ttliSLTto ^ 

£ULfc,1£ f f e £vM'y:7 D p tV^-x/M;:T$^U 5-^0^-3- (3- 

t KP*i^5vV-4-^/Vfc°-<7v^-l — f AO -2H-^ y^r/ U 
10 y-l-tyO. 5g^#7c 0 iM 2 0 0-2 0 2°C, 1 H-NMR(4 0 

0 MH z , DMSO- d 6 ) 5:2. 12 ( 1 H, br. s), 2. 20-2. 

3 0 (1H, m), 2. 24 (3H, s), 2. 63 (1H, t, J = 11H 

z), 2. 7 5-2. 8 5 (2H, m), 3. 3 0-3. 4 0 ( 1 H, m), 3. 

55-3. 65 (3H, m), 4. 62 (1H, t, J = 5Hz), 5. 77 
15 (1H, s), 7. 09 (1H, t, J = 7Hz), 7. ,85 ( 1 H, d, 

J = 7Hz), 8. 02 (1H, d, J = 7Hz), 11. 38 (1H, s). 

MS (EI) : 3 5 1, 3 5 3 (M + ) 

HI£$J 2 0 0 

3-^nn-2H-fy^r/!)y-l-tyi. 0 g t 4 - t°-<y >V t 0 ^ 
20 y>^l. 4 g^ffi^TllM^ £IWt£J&&m\ 3- (4-t°^y^ 

y t°-<y i^y- i -- r/v) - 2 H-^y^y y y- 1 -^->o . 8 g £#tc 0 

M>2 0 0°C/M, 1 H — NMR (4 00MHz, DMSO-d 6 ) 8: 

1. 3 0- 1. 6 0 (8H, m), 1. 76 (2H, d, J = llHz), 2. 
25-2. 55 (5H, m), 2. 60 (2H, t, J = llHz), 3. 6 

25 8 (2H, d, J = 12Hz), 5. 76 (1H, s), 7. 18 (1H, t, 

J = 8Hz), 7. 41 (1H, d, J = 8Hz), 7. 52 ( 1 H, t, 

J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 07 ( 1 H, br 
s). MS (E I ) : 3 1 1 (M + ) 
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MMM 201. 

2-* ;\sif,~;V7 ^-/VT-K W 5 h'&tt^&Wi&l . 0 g t 3 

*TV\ 3- ( 3 - t K P ^-y^ f /VtV y i/y- 1 -2H-^y^r 
5 ;!Jy-l-tV0. 3g*#fc. ail 4 3-1 44'C. 
HJfe^J 2 0 2 

2- ;* h^-->^/V^=/W7^n^Tir h>f 5 KBb< fvfcftSBfi 1 . Ogt3 
- (i^^/uyj/w^-f/k) tr^U^yo. 8 gSrJSVv-CHlKflyi 8 £13$ 
fcE£«rfTV\ 3- (3- (s^t-a^w^^ao ^y^y-l-^f/W) 

io -2H--fy^;yy-i-tyo. 3 g&Wfc. ib&i 8 7- i 8 s'C. 

HMJ 2 0 3 

3- ^dp-2H — fy^y y v- i i . OgM-tKa^^f 
/v-i— r yy'f/i/tvyi/yi. 4 g ^is^-cliism tPMtiteiaES&fr 

V\ 3- (3-fc — ry^/Vt^^^^-l-^^) 
15 -2H-^y^y!Jy-l-tyO. 8g^#f: 0 ii 1 3 0- 1 3 2°C, 
'H-NMR (40 0MHz, DMSO~d 6 ) 5:0. 84 (3H, d, J 
= 6Hz), 1. 6 5- 1. 7 5 (1H, m), 2. 05 ( 1 H, dd, J = 
13, 6Hz), 2. 30 (1H, t, J = 8Hz), 2. 40-2. 5 5 (2 
H, m), 2. 8 0-3. 0 0 (3H, m), 3. 2 5.-3. 40 (2H, m) 
20 3 . 4 0 - 3 . 5 0 (1H, m), 3. 5 0-3. 6 0 ( 1 H, m), 4. 6 
0 (1H, t, J = 5Hz), 5. 76 (1H, s), 7. 19 ( 1 H, t, 
J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 52 ( 1 H, t, 
J = 8Hz), 7. 99 (1H, d, J = 8Hz), 11. 10 ( 1 H, s). 
MS (E I ) : 3 1 5 (M + ) 
25 H5t&$J 2 0 4 

N, N-v?xf/l/-2-^f/^yX7? K3. 8 2 g£<3;tJ*5 - (v^^ 
/I/7?y) -<y?y~ h JJ/k3. 0 3 gSrffiV^tHJ6#i!8 2 tra«©^ife-c? 

Kj£«rfrv\ 3- [4- t^a] -2H-^y^;yy 
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- 1 £ 1 0 7 m g ( 2 %) *%1t 0 

'H-NMR (CDC 1 3 ) d : 1. 53-1. 60 (2H, m), 1. 7 2- 

1. 79 (2H, m), 2. 25 (6H, s), 2. 12-2. 14 (2H, 
m), 2. 5 8-2. 6 0 (2H, m), 6. 26 ( 1 H, s), 7. 37-7. 

5 4 4 (2H, m), 7. 56-7. 61 ( 1 H, m), 8. 33 ( 1 H, d, 
J = 8. 0Hz). 

mm 205 

3-^nt3-5-7/vto-2H — f y=W yy-l-t^l. 0gi:2- 
10 t^/&£rtTV\ 5-7/M-n-3- (3-t 

^7^-i-f/v) -2H-^y^yyy-i-tvo. 4 g ^ifc. i 

2 16-2 1 7°C, 'H-NMR (4 0 0MHz, DMSO-d 6 ) 5 : 

2. 10 (1H, br. s), 2. 20-2. 30 ( 1 H, m), 2. 23 (3 
H, s), 2. 59 (1H, t, J = llHz), 2. 7 0-2. 80 (2H, 

15 m), 3. 3 0-3. 4 0 ( 1 H, m), 3. 5 5-3. 6 5 (3H, m), 4. 
62 (1H, t, J = 6Hz), 5. 67 (1H, s), 7. 17 ( 1 H, d 
d, J = 8, 5Hz), 7. 41 (1H, t, J = 8Hz), 7. 82 (1 
H, d, J = 8Hz), 11. 33 (1H, s). MS (E I ) : 2 9 1 (M 
+ ) : 

20 m&M 2 0 6 

£fiJ&£ffV\ 3- (3- (^W^yyf^) tvy^-i-^/i.) 
-2H-^y^/!J>-l-^0. 5gS:#fc. Ml 4 1-1 4 3 C C, 1 
25 H-NMR (4 0 0MHz, DMSO-d 6 ) 8:1. 02 (1H, q, J = 
11Hz), 1. 7 5-2. 0 0 (4H, m), 2. 00-2. 10 ( 1 H, 
m), 2. 13 (6H, s), 2. 35 (1H, t, J = llHz), 2. 66 
(1H, t, J=llHz), 3. 4 5-3. 6 0 (2H, m), 5. 72 (1 
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H, s), 7. 16 (1H, t, J = 8Hz), 7. 41 ( 1 H, d, J = 
8 Hz), 7. 50 (1H, t, J = 8Hz), 7. 97 (1H, d, J = 8 
Hz), 11. 16 (1H, s). MS (EI) : 2 8 5 (M + ) 

mmm 207 

5 N, N-i/^^/^-2, 4-^f;i"<yX7^ Kl. 0gi:4-^T/- 

i-^7vvt 0 -<y v^o. 8 gZft^xmMMs 2 6 
(1 -^^/i-f^v -^^-4-^/0 -2H--rydr/y> 

-1-^0. 8 g£#fc 0 M2 3 6-2 3 8°C. 1 H — NMR (4 0 0 

MHz, CDC1 3 ) 5: 10. 23 (brs, 1H), 8. 
10 2 3-8. 1 9 (m, 1H), 7. 2 5- 7. 2 0 (m, 2H), 

6. 23 (s, 1H), 3. 0 3-2. 9 0 (m, 2H), 2. 

51-2. 40 (m, 2H), 2. 44 (s, 3H), 2. 32 
(s, 3H), 2. 20-1. 91 (m, 4H), 1. 90-1. 

7 0 (m, 2H). MS (EI): 2 5 6 (M + ) 
15 MMM 2 0 8 

N, N-v^^vL— 2, 5-^f;KyX7U*l. Ogi4->7/- 

-J-7-/U-3- (1-^fvH^y v>:/-4 — i)V) ]) > 

-1-^0. 3g^|fc, g|2 3 9-24 1t. 'H-NMR (400 

20 MHz, CDC1 3 ) 5: 10. 50 (brs, 1H), 8. 
13 (s, 1H), 7. 4 5-7. 3 5 (m, 2H), 6. 28 
(s, 1H), 3. 01 (d, J = ll. 4, 2H), 2. 57 
-2. 41 (m, 1H), 2. 46 (s, 3H), 2. 35 (s, 
3H), 2. 14 (t, J = 11. 7, 2H), 2. 02 (d, 

25 J = 13. 4, 2H), 1. 8 8-1. 7 5 (m, 2H). MS (E 
I ) : 2 5 6 (M+) 

mmm 209 

N, N-i?^=r/U-2, 6-^f;^yX7^ Kl. Og£4-S<7V- 
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(l-^/vf^jj^y- 4-^,1/) -2H- -fy^y 

-1-tVO. 2g^#fc. I,S200-2 0 2t. 'H-NMR (4 0 0 
MHz, CDC 1 3 ) 5: 11. 33 (brs, 1H), 7. 
5 42 (t, J = 7. 8, 1H), 7. 29 (d, J = 7. 8, 1 
H), 7. 13 (d, J = 7. 0, 1H), 6. 23 (s, 1 
H), 2. 98 (d, J = 12. 2, 2H), 2. 92 (s, 3 
H), 2. 5 6-1. 9 2 (m, 1H), 2. 31 (s, 3H), 
2. 07 (t, J = 10. 7, 4H), 1. 8 3-1. 7 2 (m, 
10 2H). MS (EI): 2 5 6 (M+) 

210 

N, N- h*^?vua-^-2-*?vw<yX7$ Ki. 
0 g t 4-^7 7- 1 - ^f/l/^y^VO. 6 g£JBlvCHJ&0y8 2i:ls3 

is -4->r/v) -2H-^y^/ y y-i-tvo. 6g^#fc, 8^200 

-2 0 2°C. 'H-NMR (400MHz, CDC1 3 ) 5: 9. 
86 (brs, 1H), 7.92 (d, J = 2. 7, 1H), 7. 
43 (d, J = 8. 8, 1H), 7. 32 (dd, J = 6. 1, 
2. 4, 1H), 6. 27 (s, 1H), 5. 26 (s, 2H), 
20 3. 4 8 (s, 3H), 3. 02 (d, J = ll. 2, 2H), 
2. 5 0-2. 3 8 (m, 1H), 2. 36 (s, 3H), 2. 
2 1-2. 0 8 (m, 2H), 2. 0 6- 1. 9 5 (m, 2H), 
1. 8 9 - 1. 7 5 (m, 2H). MS (EI): 3 0 2 (M+) 

MMW 211 

25 7-t h3rv'^5vM-3rv'-3- ( 1 -> 5vVt°«<y 4 ->f/W) -2 

H-^y^yyy-i-tyo. 4 g &m^xmt&ffl iosh mWifcRj&& 

m^7-t Kp^>-3- (1 -^fvH^I/ v>^-4 — f/l") - 2H--T 
y^yjJy-l-TVllSO. 3 g£*#7c 0 iM2 8 4-2 8 6°C. X H- 
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NMR (4 0 0MHz, DMSO-d 6 ) 6:11. 11 (brs, 1H), 
10. 46 (brs, 1H), 9. 87 (s, 1H), 7. 50- 
7. 44 (m, 2H), 7. 14 (dd, J = 5. 9, 2. 7, 
1H), 6. 23 (s, 1H), 3. 47 (d, J = 11. 7, 
5 2H), 3. 06-2. 91 (m, 2H), 2. 74 (s, 3H), 
2.62 ( t , J = 1 2 . 0 , 1 H) , 2.14 (d, J = 1 3 . 
4, 2H), 1. 9 3- 1. 7 9 (m, 2H). MS (EI): 2 
5 8 (M+) 

nmm 2 1 2 

10 3-^BO-5-^f/U-2H--{y*;!lV-l-^3. Ogt (S) 

%fti<\ (S) -3- (3-fc Kn^f/>^7^-l-' fAO -5- 
^fA-2H — fy%yjJy-l-^3. 4g£#fc 0 (S) - 3- (3- 

15 is- l-*-yZ. 4 garTir h-h!J^6 0mLfc«ttJS3 7%*/wy 
J8fR7. 4mLC*#U TK^T-CTK^k^T/^^^h 1 ; 17A2. 6g 

20 LfCo ^BP*M:^y-;i'=4 : l«ca#&^LT$rtttLfc&S$: 
v'-f yT'ntr/UJt— TMZXfo&L, (S) - 3- (3-fc Ka^^f-A'- 
4-^f/VtV7i;y- l -^f/P) -5-^f/W-2H-^y^!/y- 1 
-*y2. lg*#fe.|^ 1 8 4-1 8 6°C, *H — NMR (4 0 OMH 
z, DMSO-d 6 ) 6:2. 11 (1H, br. s), 2. 20-2. 30 

25 (1H, m), 2. 23 (3H, s), 2. 38 ( 3 H, s), 2. 57 (1H, 
t, J = 10Hz), 2. 7 0-2. 8 5 (2H, m), 3. 30-3. 40 
(1H, m), 3. 5 0-3. 6 5 (3H, m), 4. 61 ( 1 H, t, J = 
5Hz), 5. 62 (1H, s), 7. 08 ( 1 H, t, J = 8Hz), 7. 
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38 (1H, d, J = 8Hz), 7. 86 (1H, d, J = 8Hz), 11. 
1 7 (1H, s). MS (E I) : 2 8 7 (M+) 

mmm 213 

N, N - -^xf^- 2 - ^ f X7 5 K 1 . 5gH- (t'ayi/y- 

3- (3- (t°P y 1 -fnM'jv) -2H~4 y*; v >-i 
-Jryo. 2g^|fc 0 Mii7-ii9t. 

mMm 214 

3, 5-^op-2h— fy^y yy-i-tyi. o§a-^f^- 

5-^np-3- (3-t KP^rv'^f^-4-y^t , '<7v ! >'~ 

i-^f;v) -2H-fy^/'jy-i-tyo. 5 g 212 

-2 1 4°C, 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 5:2. 11 (1 
H, br. s), 2. 2 0-2. 30 ( 1 H, m), 2. 24 (3H, s), 2. 

15 62 (1H, t, J = llHz), 2. 75-2. 85 ( 2 H, m), 3. 3 
0-3. 40 (1H, m), 3. 5 5-3. 70 (3H, m), 4. 64 (1 
H, t, J = 5Hz), 5. 79 (1H, s), 7. 16 ( 1 H, t, J = 8 
Hz), 7. 69 (1H, d, J = 8Hz), 7. 98 ( 1 H, d, J = 8 
Hz), 11. 40 (1H, s). MS (EI): 3 0 7, 309 (M + ) 

20 MMM 2 16 

N, N-^:t^/l'-2-*5vW<yXT 5 K3. 8 2g*5J:tM- (tT^JJ 
^^-1 — fAO ^n=MJ/i/3. 6 5g^ffl^T»l8 2i:»* 
fe"T?KJ££fTV\ 3- [3- (fc^D v^-l—T/W) ^PfcVU] -2H- 
^y^/!Jy-l~ty3 2 6mg (6%) &#fc 0 
25 'H-NMR (CDC 1 3 ) d : 1. 5 2 ( 2 H, m), 1.8 7 (6H, to), 
2. 51 (6H, m), 2. 6 9-2. 7 2 (2H, m), 6. 27 ( 1 H, 
s), 7. 3 9-7. 4 6 (2H, m), 7. 5 8-7. 6 2 ( 1 H, m), 8. 
35 (1H, d, J = 8. 0Hz), 11. 98 (1H, m). 
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mmm 217 

N, N-v^/V- 3-y h^v'^^"-/V^-^r^-2-^^/^yXT$ Kl. 
Ml 8 9 kf5l$tiZ.fcjfc%t7\'\ 5-tFn^-3- (3- (fo!)^- 

5 >v) 7°pkW) v y-i-?t>o. 2g£#7t 0 m 

■ A 2 2 2 - 2 2 5 °C. 
^3£#J 2 18 

N, N-v^fvW-2, 3-v J y-5vW<>'XTS: K8. 2 0 g *5 £tf3 - (fc° 
^y^-l-f/U) 7°nt°^hy/^6. 6 3 g£ffl<^TH;&£#j8 2 ^(^1 

10 ai^^-Ca^fT^ 5-^^1—3- [2- (t°^y 1 -^/l/) 

- 2H — T y^-y y >■- 1 -^-^^4 10mg (4%) #7c c 
1 H — NMR (CDCI3) d : 1. 52-1. 57 (2H, m), 1. 69- 
1. 77 (4H, m), 2. 48 (3H, s), 2. 5 0-2. 5 3 (4H, 
m), 2. 6 7-2. 6 9 (4 H, m), 6. 30 (1H, s), 7. 28-7. 

15 3 1 (1H, m), 7. 4 1-7. 4 4 ( 1 H, m), 8. 2 3 ( 1 H, d, 
J = 8. 1Hz), 11. 47 (1H, m). 

mi&m 219 

N, -y f;^yX7^ K3. 82g&£tf3- (t°^y 

^^-1— T/W yPt°^hy/l-3. 3 2 g£)!^-Cl!»!|8 2 ilDilcO 

20 jj&T'fcfo : kt7l\ 3- [2- (t'^Vi^-l — f/U) zcf-fl,] -2H- 
. -f ]) V- 1 ^£ 1 5 1 mg (3%) #7c e 

'H-NMR (CDC 1 3 ) d :. 1 . 5 1-1. 5 6 (2H, m), 1. 6 9- 
1. 77 (4H, m), 2. 53 (4H, m), 2. 67-2. 71 (4H, 
m), 6. 19 (1H, s), 7. 3 6-7. 4 3 (2H, m), 7. 55-7. 

25 6 1 (1 H, m), 8. 3 4-8. 3 7 (1H, m) , 11. 51 ( 1 H, m). 

mmm 220 

N, N-^xf^-2-^f/^X7^F3. 82g&J;03- (b°P ]} 
itf-lSA*) ■7ut°jr~hV^2. 9 8 g %F8^xmMM8 2 t mm<o 
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&*TV\ 3- [2- (fny^-l-^/l^) n^/H -2H- 

^fy^;!Jy-i-t^i86mg (4%) #fc 0 

1 H — NMR (CDC 1 a ) d:l. 95 (4H, m), 2. 85-3. 01 (8 
H, m), 6. 29 (1H, s), 7. 3 8-7. 4 6 ( 2 H, m), 7. 57 
5 -7. 64 (1H, m), 8. 34 ( 1 H, d, J = 8. 1Hz), 11. 4 
4 (1H, m). 
2 2 1 

N, 3-^f/^X'7 5K4. 1 0 g*3j:tf3- (tf 

(M \i°J>i--YV JV2. 9 8 g ^^Tlfi«8 2 

10 #©#fc-l?K&&fTV\ 5-^^-3- [2- (tfpJJ 

acT-As] -2H-fy^!J>-l-*yt5 2mg (0. 4%) 
1 H — NMR (CDC 1 3 ) d : 2. 19 (4H, m), 2.5 2 (3H, s), 
3. 29 (4H, m), 3. 50 (4H, m), 6. 63 ( 1 H, s), 7. 3 
3-7. 39 (1H, m), 7. 49 (1H, d, J =6. 8Hz), 8. 1 

15 7 (1H, d, J = 7. 8Hz). 
HMJ 2 2 2 

N, 3-v?^f;V^X7 5 F5. 6 4gfcJ:t>*4- 

ny^-i-^/i/) ^0=^)^4. 6 2 g£/8iM:li;S#l8 2 
©;£i2;-ca££*TV\ 5-^^-3- [3- (^nj)i?y-i-/ f>i/) zf 

20 ntV>-l-' f/V] -2H- fy^y yy-l-M4 5 3mg (6%) 
#fc e 

1 H — NMR (CDC 1 3 ) d : 1. 85-1. 99 (6H, m), 2.50 (3 
H, s), 2. 6 0-2. 7 6 (8H, m), 6. 35 ( 1 H, s), 7. 27 
-7. 32 (1H, m), 7. 43 (1H, d, J = 6. 8Hz), 8. 22 
25 (1H, d, J = 7. 8Hz), 12. 06 (1H, m). 

mmm 223 

3-757-1, 5— (4-t°y vvu) t'7^o [4, 3- 
c] f V i?>-4-*>2. 2 g*5j;tf U ^§£3. 3g^7X4 0mL« 
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U fcttT-emm-t' hy^A(0. 73g) 7X?ll2mL«TUCo ffi 

Srfe T/^ JJ t££ Ls ~> y 7J ciirTv'y 77 ^7J 7 A 
h^7 7-f-|CTfl|jHbfc. : 71^=4 : 1 ^ffi 

5 MSiLTl, 5— (4-tf!J$W fc^Vn [4, 3- 
c] fy 4 2gfc#fc. 1 H — NMR (DMSO-d 6 ) 

5:6. 95 (1H, s), 7. 78 (2H, d, J = 6Hz), 8. 16 (l 

H, s), 8. 6 7 (2H, d, J = 6Hz). 

I, 5-^tFo-6- (4-t°yvvU-) M'yVn [4, 3-c] 

10 -4-tyO. 4 2 g&HS£#!ll 9 0 tmn<Dj7mx*Rj&%ft\,\ 1, 5- 
i?tKo-6- (l-^f/i'-l, 2, 3, 6-fh7tKof!J^y-4 
— f/V) [4, 3-c] t°y v^y-4-tVO. 13g£#fc„ 1 

H — NMR (DMSO-d 6 ) 6:2. 27 (3H, s), 2. 40-2. 5 
4 (4H, m), 6. 36 ( 1 H, s), 6. 44-6. 4 9 ( 1 H, m), 8. 

15 01 (1H, s), 10. 48 (1H, brs). 
MMM 2 2 4 

N, N, N, N-rh7^f^-2-^Wy7^^7^ K9. 6g£4 

-i/7y-i-^f;n:vy^5. 1 g%%^xmMM8 2km&£.Ri& 

%ft\,\ N, N-vMfvi'-S- -2 
20 H- 1 -Jr^yjyZcJ y ^-5-*/^^f-$ Kl/47K#»7. 4g 
SrWfc. 'H-NMR (CDC 1 3 ) 5:1. 7 0- 1. 9 2 (2H, m), 1. 
95-2. 12 (4H, m), 2. 35 (3H, s h 2. 4 4-2. 5 6 (1 
H, m), 2. 83 (3H, s), 2. 9 5-3. 0 6 ( 2 H, m), 3. 22 
(3H, s), 6. 27 (1H, s), 7. 46 ( 1 H, t, J = 8Hz), 7. 
25 5 7 (1H, dd, J = lHz, 7Hz), 8. 41 (1H, ddd, J = l 
Hz, 2Hz, 8Hz), 10. 37 (1H, brs). MS (EI) : 3 1 3 
(M+). 

m&m 225 
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^f/Wy->7= Kl 5. 0 gSrv^ Y^V^VI 0 OmLfciU^/ 
-/I/ 5. 4mL«U ^TT'^y >?At-/ h^>Kl 6. 6 g 

5 T ^ P n * A* A t5#ai b fci ^ > ? A fg^iiM^ti L"C 7 — 

->7;t^^t Ko-f vKy i/yZi/TXTUjr^mt lt#tc 0 :©l 

*/-/W5 : lfciUU : 1 ^ttJ^^^tt-etb«tt<7)^W (A) 2 . 
Og, if5«©»#: (B) £4. lgMltLTlt 
10 (A) 1 H — NMR (CDC 1 a ) 5:1. 43 — 2. 24 (1 

3H, m), 2. 40-2. 4 8 ( 1 H, m), 3. 02-3. 18 (2H, 
m). 

mm&<DMW (B) 1 H — NMR (CD C 1 3 ) 5 : 1 . 35-1.53 (2 
H, m), 1. 6 8-2. 2 5 (8H, m), 2. 3 2-2. 44 ( 1 H, m), 
15 3.0 3 -3. 1 4 (3H, m). 

N, N-vM^-2, 3-^/f;l/^yX7 5 Kl. 4gi:7-v'7yt 
^^fcFP-f^Ky VXDfcm&Ogi&fc (A) 0 . 7 5 g £^TH;66#iJ 

8 2^|W)1i^^^m\ 5-^/u-3- ? t Ko>f ^ K V W- 

7 - J /Is) - V* / }) >- I 3/ 47kmm0 . 2 g£#7c 0 
20 1 H — NMR (DMSO-d 6 ) 5:1. 32-2. 25 (11 H, m), 2. 

47 (3H, s), 2. 49-2. 61 ( 1 H, m), 2. 9 7-3. 2 5 (2 
H, m), 6. 35 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 7. 4 

9 (1H, d, J = 7Hz), 8. 00 ( 1 H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (EI): 282 (M + ). 

25 HJ60i| 2 2 6 

N, N-v/7<fvi— 2, 3-^f;^y/75Kl. 4gM-v/7;t 
**fc KP^T^Ky v^^p^tt^Sff (B) 0. 7 5g^V^*MJ 

8 2i:»^ffV\ 5-^^-3- (t^^tKn^yK^^- 
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'H-NMR (DMSO-d 6 ) 5:1. 3 0- 2. 2 5 ( 1 1 H, m), 2. 
47 (3H, s), 2. 49-2. 65 (1H, m), 2. 92-3. 21 (2 
H, m), 6. 35 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 7. 4 
5 9 (1H, d, J = 7Hz), 8. 00 (1H, d, J = 8Hz), 11. 1 
4 (1H, b r s). MS (EI) : 2 8 2 (M+). 
flMm 2 2 7 

N, N-v^^-3- {l-t^/Vt'^ysls-l-st/v) -2H-1- 
Hr*V4 V >--5-^/Wlt>f-5 K5. 4 g&S&gfcl OOmLCg 

2H- i -^y^ y ^- 5 -^/^^SftlfiBfetS^fc. 'h-nmr 

(DMSO-d 6 ) 8 : 1. 80-2. 01 (2H, m), 2. 10-2. 2 
.4 (2H, m), 2. 76 (3H, s), 2. 95-3. 1 1 (2H, m), 3. 
15 2 0-3. 3 1 (1H, m), 3. 24-3. 5 7 ( 2 H, m), 7. 36 (1 
H, s), 7. 52 (1H, t, J = 8Hz), 8. 28 ( 1 H, dd, J = 
2Hz, 8Hz), 8. 40 ( 1 H, d, J = 8Hz), 10. 51 (1H, 
brs), 11. 58 (1H, brs), 13. 25 ( 1 H, brs). 

2 2 8' • 
20 N, N — v^TVl-— 2, S-^f/^yXT?; K4. 1 0 g*5j:tf4 - (t° 

©#fe-CEJS£rfTV\ 5-^5^-3- [3- (tf^y 1 -^) y° 
PfcVV] - 2H-^y^;!)y-l-Ml96mg (4%) #fc e 
1 H-NMR (CDC 1 3 ) d : 1. 55-1. 56 (2H, m), 1. 80- 
25 1. 90 ( 6H, m), 2. 39-2. 43 (6H, m), 2. 49 (3H, 
s), 2. 6 8-2. 7 3 (2H, m), 6. 33 (1H, s), 7. 26-7. 
28 (1H, m), 7. 42 ( 1 H, d, J = 7. 3Hz), 8. 23 (1H, 
d, J = 8. 4Hz). 
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mmm 229 

N, N-v ? rc^/W-2-^f-/^^X7'5 K3. 8 2 g *$ J: t* 2 - fvl/ 

?rv\ 3- (^w^) ^f/v-2H-^ r y^y y^-i-^-y^i. 

5 2 0 g (3 2%) £#fc e 

'H-NMR (CDC 1 3 ) d : 2. 2 9 ( 6 H, s), 3.3 6 (2H, m), 
6. 32 (1H, s), 7. 4 2-7. 4 9 ( 2 H, m), 7. 60-7. 6 
6 (1H, m), 8. 3 8 ( 1 H, d , J = 8. 4Hz), 9. 2 2 ( 1 H, 
m). 

io HJ£0il 2 3 0 

N, N-v^tVI/- 2-^f/KyX7? K3. 8 2 g*5«fctf (4 ^ 
t'-iyv^- 1— (Vw) T± h- h y/U3. 3 4 g £J^TH;&£tf!l 8 2 i: [W] 
ttO^feTfKSSrfi'VX 3- [U-y^/Ufc^v^- 1 ->f/v-) p<3vl>] 

-2H-^y^r/yy-i-Mi. 83 g (3 6%) zmtc 0 

15 X H — NMR (CDC 1 3 ) d : 2. 31 (3H, s), 2. 51-2. 54 (4 
H, m), 3. 4 4 (2H, m), 6. 3 5 ( 1 H, s), 7. 4 2-7. 49 
(2H, m), 7. 6 0-7. 6 6 ( 1 H, m), 8. 37 ( 1 H, d, J = 
8. 1Hz), 9. 13 (1H, m). 

mmm 231 

20 N, N-^xf;l/-2-^f;^yX7^ K3. 8 2 g*5J:l*N— 5/7V > 
fvWfcV* y i»- 2 . 9 8 g ^ffiVNT^^J 82i [i^O^fef a££*Tl\ • 

3- (t°-<y i?;*^A>) -2H-^y^y y ^-1-^-^2. 0 3 g (4 

3%) 

X H — NMR (CDC1 3 ) d : 1. 46-1. 64 (6H, m), 2. 4 0- 
25 2. 4 3 (4H, m), 3. 3 7 (2H, s), 6. 3 1 ( 1 H, s), 7. 4 
1-7. 48 (2H, m), 7. 5 9-7. 6 5 (1H, m), 8. 37 (l 
H, d, J = 7. 6Hz), 9. 24 ( 1 H, m) . 
H«J 2 3 2 
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N, N-^if/V-2-^f^^X75 K3. 8 2 g*3j:tfN— 
>T-fe Fsh!)^. 0 3 g^i^rM8 2^|«tM^\ 

3- ^^/v] -2H-4 }) y-i-a-y* 

1. 3 8 g (2 9%) £#fc 0 
5 'H-NMR (CDC 1 3 ) d : 2. 4 9-2. 53 (4H, m),.3. 43- 
3. 47 (2H, m), 3. 7 2-3. 7 6 (4H, m), 6. 35 ( 1 H, 
s), 7. 43-7. 49 (2H, m), 7. 61-7. 67 (1H, m), 8. 
36 (1H, d, J = 9. 9Hz), 9. 12 (1H, m). 

m&m 233 

10 N, N-^tvV-2-^5VW<:/XT5 K3. 8 2gi3j:t)' (^fcVj) 
iifcT?RjS«:ffl'\ 3- C(/^t°^y^-l-^/W) ^/Kl -2H-^y 

yy-i-ty^2. 54 g (50%) &*§fc„ 

'H-NMR (CDCI3) d:l. 62-1. 65 (8H, m), 2. 63- 
15 2. 6 5 (4H, m), 3. 5 2-3. 5 4 (2H, m), 7. 24 (1H, 
s), 7. 41-7. 47 (2H, m), 7. 5 9-7. 6 5 ( 1 H, m), 8. 
38 (1H, d, J = 7. 9Hz), 9. 25 ( 1 H, m). 

mtm 234 

N, N-^f^-2-^f;^yX7^ K3. 82g&«fc04- (*^t° 
20 yfa-MJ;v3. 9 9 g ^^XMMms 2 tmm 

©^feT?R*SSrfjv\ 3- [3- (/l^et^y v^-i-^/w) 7*b^] 

-2H-^y^y>/y-l-t>^2. 12g (3 8%)#fc. 

1 H-NMR (CDC 1 3 ) d : 1. 56-1. 84 (1 1 H, m), 2. 54 

-2. 58 (2H, m), 2. 65-2. 76 (5H, m), 6. 23 (1H, 
25 s), 7. 3 6-7. 4 4 (2H, m), 7. 55-7. 61 ( 1 H, m), 8. 

35 (1H, d, J = 7. 8Hz), 11. 84 ( 1 H, m) . 

HJS#J 2 3 5 

3- (tf^y i/^-4— f/w) -5-yf^-2H--Yy^y y>-i-^- 
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>0. 73gW^77O'0. 3 2g&l, 3 - 9vW S W V 
y-2-tyi. 4mLMU 1 3 0°CT*6 l$P^M$#Lfco 

5 3- (1-7^7 7^^!^ v^-4 — -5-^^-2 

ll-j y*; }) y- l-*y I / 47mtoV00 . 5 7 gtftfc. 1 H — NMR 
(DMSO-d 6 ) 5 : 1. 6 8- 1. 8 4 (2H, m), 1. 94-2. 0 
5 (2H, m), 2. 47 (3H, s), 2. 51-2. 60 (3H, m), 3. 
5 6-3. 6 5 (2H, m), 6. 38 (1H, s), 6. 70 (2H, s), 

10 7. 2 9 (1 H, t, J = 8Hz), 7. 49 ( 1 H, d, J = 7Hz), 8. 

00 (1H, d, J = 8Hz). 11. 17 (1H, brs). 
MMM 2 3 6 

3-^nn-5-^f/i/-2H-^ y^yyy-i OgH-^ 

^/bt°^7v ? >'-2-^->'2. 0 g^ffiV^THWJl fc|flMHl::£JS&fTV\ 
15 3- (4-^^-3-^-^yt°^7v ? ^-l-^^) "5-yf^-2H 

-- f y*y yy-i-^-yi/ioM»o. 7 g &#fc„ x h-nmr(d 

MSO-d 6 ) 5:2. 41 (3H, s), 2. 90 (3H, s), 3. 37- 
3. 52 (4H, m), 3. 81 (2H, s), 5. 68 ( 1 H, s), 7. 1 
2 (1H, t, J = 8Hz), 7. 40 (1H, d, J = 6Hz), 7. 90 
20 (1H, d, J = 8Hz), 11. 2 1 (1H, b r s). MS (E I ) : 2 7 

1 (M+). 

2 3 7 

3 _ (t's<)) i?y-4-4/l') -5->f^-2H-^y*y U ^-1-* 
^6. 3 g, ->^«>i?27KfP^6. 6gi3i«itfy7^3. 6g£ 
25 v>y f/^;U7 5 KIC«»S*x 2 l$m&# Lfc 0 »£*T«RJ& 

t°-<y v^y-4 — f /u) - 5 -y f-/^-- 2H-^r y^y y ^-1-^-^7. 
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0 g t LT#7t 0 3 - i?y- 

-5-/ =r;V- 2 H — T y / y 1 ~*> 7 . 0 g £11^ 70mLtg 

fi? L N *^TtIf|}t6 . 7 g ^*Px.7c 0 KJfcm* 10 0 °CT' 3 M ttffeft 

A : * ? J -A- 2 : 1 S^^2liLt#f>« B s ^Slx^»L, 

3- (1-75; t°-<y ^^-4— r^) -5-;fA-2H-^y^yy 

10 >- \-*VA. 6g£#7c: 0 1 H — NMR (DMSO-d 6 ) 5:1. 6 7 
-1. 90 (4H, m), 2. 05-2. 16 (2H, m), 2. 34-2. 
43 (1H, m), 2. 46 (3H, s), 3. 02-3. 10 (2H, m), 
3. 44 (2H, brs), 6. 34 ( 1 H, s), 7. 29 ( 1 H, t, J 
= 8Hz), 7. 49 (1H, d, J = 7Hz), 7. 99 (1H, d, J = 

15 8Hz). 11. 23 (1H, brs). MS (EI) : 25 7 (M+). 

mmm 238 

3- (1 -75 J fcV<y -5-;f;V-2H-^y^/]J 

^-i-tyo. 7 7 g ^t°y^yi OmLi«u Tfc^Tt 5 ^;^^ 

^ p n :^/^30:l VX&t>*l1Z%&&mWl^ 

7VH?$c?£L N 3- (1- (;^y^;v*=;U7^;) tX!)-yy-4-<{ 

^) -5-;f;w2H-^y^yyy-i-tyo. 5 5 g £#7c„ 1 h- 

25 NMR (DMSO-d 6 ) 5:1. 79-1. 91 (4H, m), 2. 47 (3 
H, s), 2. 51-2. 54 (1H, m), 2. 5 5-2. 6 9 (2H, m), 
2. 93 (3H, s), 3. 15-3. 23 (2H, m), 6. 37 ( 1 H, 
s), 7. 29 (1H, t, J = 8Hz), 7. 49 ( 1 H, d, J = 7Hz), 
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8. 00 (1H, d, J=8Hz), 8. 21 ( 1 H, s), 11. 11 (1 
H, b r s). MS (E I ) : 3 3 5 (M+). 
01*600 2 3 9 

3- (i-T^y t°-<y y/u) -5-/^-2H-^y^yy 

5 y-l-^yO. 7 7 g fckflS h V 7/V^-aTir^/UO. 5 1mL£jl^-C 
HM2 3 8 k®mzRf&&ftli\ 3- (1 - h U 7^o7t hT5: / t° 

<<y ^^-4--f/v-) - 5 -t^jv- 2H-4 v*; y >- 1 -*>0. 6 

. 7g£.#7t 0 1 H— NMR (DMSO-d 6 ) 5:1. 79 — 2. 00 (4 H, 
m), 2. 48 (3H, s), 2. 51-2. 58 ( 1 H, m), 2. 71-2. 
10 8 3 (2H, m), 3. 0 2-3. 12 (2H, m), 6. 3 9 (1H, s), 
7. 29 (1H, t, J = 8Hz), 7. 49 ( 1 H, d, J = 7Hz), 8. 
00 (1H, d, J=8Hz), 10. 44 ( 1 H, s), 11. 14 ( 1 H, 
b r s). MS (E I) : 3 5 3 (M + ). 
MMM 2 4 0 

15 N, N-^/x^-2-^f/^yX7 5 K3. 8 2 g&J;tf3- 

^y^^-1— C/V) 7°Pt^by^3. 6 5 g^fflV^»8 2 tlWl 

3- [2- (/^^t°^y i;V) *-^>V\ 

-2H--fy= J E-;yy-l-ty«3 5 3mg (7%) #7C C 
X H — NMR (CDC 1 3 ) d : 1. 60-1. 61 (7H, m), 2. 61- 
20 2. 6 5 (2H, m), 2. 7 4-2. 8 6 (7H, m), 6. 18 ( 1 H, 
s), 7. 3 6-7. 4 0 (2H, m), 7. 4 6-7. 5 8 (l.H, m) , 8. 
35 (1H, d, J = 7. 8Hz), 11. 78 (1H, m). 
2 4 1 

2-fc KndfW -4~^f-/U-l — 6. 3 g *3 J: TJ^-fb 
25 6 g&TkBHW" K y P-McfcBK (8. 7g/ 

12 7mL) 5 0°C-e3^»bfc o ©Sfct^^lfe** 
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&m$l U2->7^ 3- As- 3-t ^3£S» 1 1 . 8 g £#fc 0 
X H-NMR (DMSO-d 6 ) 6:2. 42 (3H, s), 4. 20 ( 2 H, 
s), 7. 37 (1H, t, J = 8Hz), 7. 50 ( 1 H, d, J = 8Hz), 
7. 76 (1H, d, J=8Hz), 13. 28 (1H, brs). 
5 2->7^^-3-^«||il5. 3gWfI/yi50m 

f -y/W9. 2mL«TLfc 0 ^B&r 2 U 
fc. »rl>7t Kn77>10 0mLC^U *«Tt?2 8%7'^ 
=77kfc*TLfc. Kl^3 0»«U«§|^||Lt|f 
10 ttSLfc^ H H H ?r»L, 3-7^7-5-^f;V-2H-^y^;!)y-l- 
^9. 4 g&ftfc. 

'H-NMR (DMSO-d 6 ) 6:2; 28 (3H, s), 5. 46 (1H, 
s), 5. 60 (2H, s), 6. 88 ( 1 H, t, J=8Hz), 7. 27 (1 
H, d, J = 8Hz), 7. 78 ( 1 H, d, J = 8Hz), 10. 63 (1 
H, brs). 

3-T$/-5-;*fvV-2H— ^y*/ ]) >-l-7t>0. 87g, N, 
N-i?/3/\sTK;?})i/ym$l1&0. 9 1 g£t°y i?>2. OraL^rd 5 
I^f^2 0mL|lli$^ tJc^TT'2-^pp- 1, 3—i?*?/l' 
■J % ?9 V = !7 A ^ p V K 1 . 1 g fcftnfcfc. k£**t«u * p p 

- y ? j ->vm&mmmm u &m% v *? ^m^m^vtc 0 m 

P-7F^7 7^f-MI!U ^PD*/^:y^;-^=3 0 : l«Sffl# 
£^ifiLTMLfc^ I f a £»U N- (5-^f/W-2H-l-t^y^ 

y^yyy-3-^/v) -2- (s^T-zursv) 7t^^ ko. 5 g &# 

TCo 1 H— NMR (DMSO-d 6 ) 6:2. 3 1 (6H, s), 2. 4 1 (3 
H, s), 3. 12 (2H, s), 7. 04 ( 1 H, s), 7. 22 ( 1 H, t, 
J = 8Hz), 7. 48 (1H, d, J = 8Hz), 7. 9 6 . ( 1 H, d, J 
= 8Hz), 10. 11 (1H, brs), 11. 40 (1H, brs). MS 
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(EI): 2 5 9 (M + ). 

mmm 243 

3-7^/-5->f/P-2H-' <V*cJ V >- l-3r>0. 87gi3- 

(>>y ^jvt ^ j ) -fu v 1 . 0 g ^^xm&m 2 4 1 1 m 
5 m\zfcfo%ft\,^N- (5-^f/v-2H- 1 -^y-r y^y y y-3— - r 

yl-) -3- (v^^vKT^y) /p/W^KO. 4g^#fc 0 1 H-NMR 
(CDC 1 3 ) 5 : 2. 4 3 5 (6H, s), 2. 44 3 ( 3 H, s), 2. 5 
0-2. 55 (2H, m), 2. 66-2. 71 (2H, m), 5. 79 (1 

H, s), 7. 22 (1H, t, J = 8Hz), 7. 38-7. 41 ( 1 H, 
10 m), 8. 20 (1H, d, J = 8Hz), 11. 62 (1H, brs), 12. 

6 2 (1H, brs). MS (E I ) : 2 7 3 (M+). 
\ 2 4 4 

3- .(i-T5/ t°^y -5-^f/v-2H-f y=^y y 

y- l-^-^i. o g£H;M8 2 ^ID^^3i7u^y^Wb^f^3- (l 
15 -v^tvI'T^/ y ^^-4-^^) -5-y^;v-2H--r y^r/ y 

^-1-^-^0. 3g£#7c: 0 1 H — NMR (DMSO-d 6 ) 5:1. 6 1 
-1. 87 (2H, m), 1. 9 0-2. 0 0 (2H, m), 2. 29 (6H, 
m), 2. 3 0-2. 4 0 (3H, m), 2. 46 (3H, s), 2. 93-3. 

02 (2H, m), 6. 34 ( 1 H, s), 7. 28 (1H, t, J = 8Hz), 
20 7 . 4 9 (1H, d, J = 7Hz), 7. 99 ( 1 H, d, J = 8Hz). 1 

I. 2 3 (1H, b r s). MS (E I) : 2 8 5 (M+). 

mmm 245 

3-7$;-5-^f^-2H-^ y^y y y-i-tyo. 8 7 g t 4- 

(v^y^T^y) ^^gfcJ&^i&l. lg^TM«2 4 1i» 

25 &j5£*tv^n- (5-y^/i—2H- 1 -^-^y-r y^y y ^-3 — f;k) 

-4- ^yJU'O. 5g£#fc 0 1 H— NMR (CD 

Cl 3 ) 5 : 1. 8 3- 1. 9 2 (2H, m), 2. 42 (3H, s), 2. 4 

3 (6H, s), 2. 5 4-2. 6 3 (4H, m), 5. 76 ( 1 H, s), 7. 
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20 (1H, t, J = 8Hz), 7. 39 ( 1 H, d, J = 7Hz), 8. 2 
.0 (1H, d, J = 8Hz), 11. 81 (1H, brs), 12. 79 (1 
H, brs). MS (E I ) : 2 8 7 (M+). 
MMM 2 4 6 



5 3-7^y-2H-^y^y!]y-i-tyo. 8gt4- (^w^ 

y>) -f&^m&Mmi. i g ^^xmmm2 4i tmm^R^n^N - 

(2H- 1 -lr*tV4 V (M -4- (i?^f^7$y) :/ 

KO. 6 g£#fc„ 1 H — NMR (CDC 1 3 ) 5:1. 8 2-1. 
90 (2H, m), 2. 41 ( 6 H, s), 2. 5 3-2. 6 6 (4H, m), 
10 5. 68 (1H, s), 7. 25-7. 37 (2H, m), 7. 54 (1H, 
t, J = 7Hz), 8. 32 (1H, d, J = 8Hz), 11 '. 86 (l'H, 
brs), 12. 68 (1H, brs). MS (EI) : 2 7 3 (M+). 

mmm 247 

N- { \ YZc-yh )Vi£—)V*J-)V) -N-^f/Vxfl/y^7^1 4. 
15 2g£fiW6. 3g^^/^2 0 0mLl:}&jSPU WC'2.-> 

^VljtfjvftJ&tw YJfyyj— JtTHHKU ^pp*/KA : 
20 -/HO: i«Ea^Sr»«LT*fttJbfciBftSriMJiU 3- (2- (N— (t 
-^b^^/l^/l^TVU) -N-^^/WT^y) ^/UT^y) -2H 
— fy^r/!)y-l-t>6. 6g£#fc 0 'H-NMR (CDCl,) 5 : 
1. 48 (9H, s), 2. 45 (3H, s), 2. 7 7-2. 8 6 (2H, 
m), 3. 15-3. 23 (2H, m), 3. 27 (2H, s), 5. 20-5. 
25 28 (1H, m), 5. 46 (1H, s), 7. 11 (1H, t, J = 8Hz), 
7. 28 (1H, d, J = 8Hz), 7. 46 (1H, t, J=8Hz), 8. 
21 (1H, dd, J = lHz, 8 Hz). 

3- (2- (n— (t-y'h^-y^/^^^^) -N-y^r^y) 
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-^2 0 : 1 ^ttl^lrli ttllf tB Lfcgfa ^» t ^ 3- (4-y^>- 

2-t^yt , '<7^-i-^) -2H--fy^y y^-i-^-^o. 3 

8gMt 2 H — NMR (DMSO-d 6 ) 6:2. 3 0 (3H, s), 2. 
72 (2H, t, J = 5Hz), 3. 1 1 (2H, s), 3. 65 (2H, t, 
10 J = 5Hz), 6. 51 (1H, s), 7. 45-7. 51 ( 1 H, m), 7. 
61-7. 73 (2H, m), 8. 15-8. 18 (1H, m), 11. 5.1 
(1H, b r s). 
mifaM 2 4 8 

N, N-i^TVV-2, 3-^f;^yX7? K2. Ogtl- 
15 f /l^t^^*^t*=/l/) - 3 - / f P >J i^y 1 . 0g^ffiV^TH»8 
2 £[ltU::a&£*TV\ 5-7^^-3- [1- (t-^/V^-^r-y^^ 

fny^y-a-^/i'] - 2H-^y^/!)y-i-tyo. 2 g & 

#fc„ 5-^^-3- [1- (t -7'^)V-%*c*yl3)Vi?^)V) k°P !) 
-3-^/Kl V y-l-#yO. 2 g&^naTj-^i^m 

20 Kd^L, 4mo l/L!M.m-i?jr*-?yim 1 ^BxlT»L7c: 0 

#stsk ®mzmmhxffi&LtcBMi%tfmL. 5-^^-3- (t°py 

^-3-^/1") -2H- V V- 1 -^-^^O. 2g£#7t 0 

5-t<^/u-3- (^pi;^y-3-^/u) -2H-^y= 3 r; vy-i-^r 
25 -2H — r y^y v s- 1 -tvo. ig 

£#fdo 'H-NMR (3 0 0MHz, CDC1 3 ) 6:1. 82-1. 95 

(1H, m), 2. 10-2. 22 ( 1 H, m), 2. 3 0-2. 4 3 (2H, 
m), 2. 49 (3H, s), 2. 9 9-3. 0 2 ( 1 H, m), 3. 13-3. 
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2 5 (2H, m), 6. 32 (1H, s), 7. 29 ( 1 H, t, J = 7. 8 
Hz), 7. 44 (1H, d, J = 7. 8Hz), 8. 23 ( 1 H, d, J = 
7. 8H z), 10. 4 (1H, b r s) 
Utttil 2 4 9 

5 N, N-^f^-2-^f^<yX7 5 K2. lgil- (t -;/5vM- 
3->#/Vtf:~/V) -3-'>7/t"ny^yi. 0 g fcJBV^-CHifcfll 8 2 £ ft 
mzRfo&fi\,\ 3- [1- (t-^/^^v-^/^^) b°py^- 
- 2H- < y^f/ V V- 1 -J-l/O. 2 5g*|fc, 3- [1- 

( t -^^/v^-^^/v^-zv) t°n y 3 — f/u] - 2 h— r y *j 

10 yy-l-tVO. 2g^nn*;l'A2mll^L > 4mol/Lfi^ 
-^^yimlS:UP*.TSt»Lfc. £J»T#, ^^it^UTWttl L 
fdgJI&iMU 3- (tfn JJ -^V-3— f/u) - 2 H-^ y V V- 1 
-t«0. 2 3g£#7c 0 3- (fo y v^y-3— -Y/H -2H — f 
y*/ y ^- l-^JfiSBfcO. 2 g«rf^«8 2fclP)«fc££&fTV\ 3 

is -(i-y^t°uyv?^-3--r^)-2H--f y=^y y^-i-^-^o. 

1 1 g£#7c 0 1 H— NMR (3 0 0MHz, CDC1 3 ) 6:1. 80-1. 
95 (1H, m), 2. 05-2. 22 (1H, mj, 2. 22-2. 43 (2 
H, m), 2. 43 (3H, s), 2. 9 8-3. 0 2 ( 1 H, m), 3. 13 
-3. 19 (2H, m), 6. 21 ( 1 H, s), 7. 3 8-7. 4 5 (2H, 
20 m), 7. 5 7-7. 6 2 ( 1 H, m), 8. 3 6 ( 1 H, d, J = 7. 8H 
z), 10. 4 (1H, brs) 
MS (ESI) 2 2 9 (M + + 1) 
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- y * * -f- 3 u t & £ < ma Ufc ^ , =» - * 2 ffi-esi Lfc#& 

#J i «fc < m& bfco r <D$L&®)%: 1 6 / y ^a-CfiSa U tf-TV 1 *' 5 0 °C 
5 Tfftjftfk 2 4* y^a.t?tHBii-5 0 ^ r. (i:#fd^i&#: £ ^ - y * ? 

*T£& LT 1 fc •? 0 . 5 m g ^©«S3Sr#5. 

10 1 : P A R P »*jgttfil*ffffi 

glSiU»i^tl^PARP (4 667-02 X, Trevig 
en) SrftfflUfc. #yADPJ)#^KM^ (10m 
M Tris/HCl (pH8. 0), ImM MgCl 2 , 2 8mM KC 
1, 2 8mM NaCl) (I 3 H-NAD (1. 8 5kBq, NAD [77 = 
15 y-2, 8- 3 H], f-ftflfcWactivated DNA (0. 0 
2mg/mL s 4667-03 X, Trevigen) SrJBx. N 

2 5^1 5^y^a^->a yLfcf , 2 

7Co PARP?£'I4{+, »*fi*aa)Pf-^^©JMtlft*Sr^7y^«[iU-r 
il?Kii«U «-f*Rft^bO5 0%S9lia*e (ic 50 «3 ttte 

^ttm^is7/wim&&* i o o % t vxnm l/c 0 3 msj^ lt# 

25 
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mi 





PARP 

IC 50 (nM) 




9 


PARP Pl#Stt 
IC 50 (nM) 




42* a , 38*" 




176 


44 


3 


70 




178 


23 


4 


42 




181 


22 


12 


34* a , 37* b 




183 


44 


18 


56 




184 


26 


19 


25 




186 


14 


20 


75 




188 


57 


21 


82 




189 


17 


22 


96 




190 


39 


28 


63 




205 


54 


29 


65 




212 


- 23 


82 


34 




213 


57 


85 


47 




214 


45 


86 


61 




217 


28 


90 


26 




218 


26 


93 


44 




219 


63 


98 


87 




220 


77 


106 


40 




221 


42 


107 


45 




2Z2 


JO 


108 


12 




225 


26 


121 


37 
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5 y*; v y-i-a-y, 

(9 6) 5-7'p^-3- (1 -^T}V\?s<y ^y-4-4M -2H-<< 

y*j yy-i -j-y, 

(9 7) 4-7^-^-3- ( fc 0 ^ V i>y- 4 --f -2H- 
10 (9 8) 3- (l-^^/H^^yi?y-4-^A') -4-7i^ 

^-2H-^y^; y >- - 1-^-^1/5 7X fain #k 

(99) 4 - (4-^h^v/ 7i-^) - 3- (l-^f/H:-/< 

(100) 4 - (4-^po7x=/V) - 3- ( 1 - / tf^ 

15 v*j>-4-4jv) - 2H-o^;!)y-i-ty, 

(10 1) 5, 7-^0^-3- {t'^Wy-A — -2H-^y 
(10 2) 5-yh*v--3- (t 0 ^y i?y-4-' ifr) -2H-^y^r/ 

y y- 1 -;*-y, 

20 (1 0 3) 5-tKn^-3- (t?^ y i?y- 4 — f /U) -2H — ( V* 

/ y y- 1 

(104) 5-y/^a-3- (t°^y v 5 ^-4--r /^) -2H-- fy^y 
y y- i -;ty, 

(10 5) 3- (l-^^/Wt^y v^^-4-^/V) -5-h!)7;^oy 

25 f/u-2H— fy^/uy-i-ty, 

(10 6) 5 - y/i^n - 3 - ( l -y. ^/vtf^y i?y- 4 
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(107) 5 - / */- 3 - ( 1 =TiV y**< ]) i/ls- 4-4- 
(10 8) 5-t Ko*'>-3 - (l-^f;i/t°^y 

5 ^/H - 2H-^y^/uy-i-ty, 

(109) 5 o p- 3 - (i -y^/nf^y i?y-4->f/v) -4-7 

(110) 5- (4-^^UbT^7^V-l-^/U) -6H-fx; [2, 

3-c] t°y^^-7-^-^, 

10 (111) 5- (4-^W$y tvy-yy-i — f/O -6H-fi 

y [2, 3-c] t°y 7-*->\ 

(112) 6- (4-^f/m^7^^-l-^^) -5H-fxy [3, 
2-c] t°y v?V-4-^-^, 

(113) 6- (4-^y^/VT^y t°^<y v 5 ^-! — fA") -5H-fx 

15 y [3, 2-c] t°y > 5 >--4-^-^, 

(114) 3- (4-yJ^Ut°^7v J ^-l-^/^) -2H-- <>-X[f] 

y y- 1 -Orv^ 

(115) 3- ( 4 - y ^ f ^7 5 y y -y y- 1 - ^ -2H-^v 
x [f] 'fy^/yy-i-ty, 

20 (116) 3- (4-y ?yufcV<? v 5 ^- 1 -HT/w) -2H-^yX [h] 

(117) 3- U-v^fvKT^y h°-S!) 1 -^/V) -2H-- <y 

x [h] -r y^y y >- 1 

(118) 7- (4->f/Hf'<7V ! y-l-^^) -6H-1, 6-^-7 

25 ^yv^-s-^y, 

(119) 7- y t°-^y 1 — Y/W -6H.-1, 
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6 —t7*5-y 5 --frV^ 

(120) 8-^x^-2- (fc^i) ^y-4-^(M -3H-*1-y» > 
(12 1) 2- ( 1 f-;V\f-<)) 4 ;W) -8-^^ 

5 /v-3H-^tyyy-4-ty, 

(123) 8-^h=^v--2 - (i-^5 L /i-t 0 ^y> ? >'-4--r 
/u) - 3H-^t/!i 

(124) 8-fc Fa^>-2- (1 -^^tT^i; v^-4-^AO -3 
•10 (12 5) 8-7/l^P- 2- (l-^^Vt°-<y W-A-4)V) -3H 

(12 6) 8-^Q-2- (1 -^^VtT^y ^^-4-^/^) -3H- 
(12 7) 8-7^^-2- i?>-4-<<(/l') -3H- 

15 >-- 4 -;>}->% 

(12 8) 8-^h^r->-2- (4-^W^y^n^fy-l- 

-f/u) -3H-wyy-4-tv, 

(12 9) 8-tKo^-2- (4-^W^^n^fy-l 
-Y/k) -3H-^/!)7-4-^ 
20 (1 3 0) 8-7/V*a'-2- (4-^W^;-770^t7-l- 
-f/v) -3H-^rt/!)y-4-ty, 

(131) 8-^nn-2- (4 - fvUT S / *s9 v^%-fy- i -yf 

/u) -3H-Wjy-4-ty, 

(13 2) (4-^^T$y v^n^-tr^-l — f 

25 /V) -3H-^ri-l/ !) ^-4-^-y % 

(13 3) 2- (l-Ti^f^^D [2. 2. 2] ^ ^ V- 3 -^/l-) - 
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3H-W!)y-4-ty, 

(13 4) 2- ( (l-Tlffc^n [2. 2. 2] * y- 3 ~4 )^) 

-3H-wy>'-4-ty, 

(13 5) 2- (8 -Tif Ifv^ p [3. 2. ll^^V- 
5 3— Y/V) -3H-^/yy-4-t>' 1 

(13 6) 2- (4-v ? ^^T^7v'^P^^f->-l-^7^) -3H- 

(13 7) 8 fvl'- 2 - ( 4 - f;1^7 ^ / */9 n — ^ f" 
y-l-V/V) - 3H-^ft/!/y-4-ty, 
10 (138) 2 - (1-Tiftfv-^n [2. 2. 2 V - 3 

- 'f ) -8-j<f/l'-3H-^t , /!Jy-4-t^, 
(139) 2 - ( ( 1 - T if t' i/ {7 v [ 2 . 2. 2 ] ;<r ^ ? V - 

3 -4 )V) /. J-;V) - 8 - ^ 7^- 3H-^t/!)y-4-ty, 
(14 0) 2- (2- (^W?/) if^) -3H-W!;y-4 

15 -^-y, 

(14 1) 2- (3- WtJ-flsT^/) ^PhVl^) -3H-^t/!iy- 

(14 2) 2- (5- (^f^7 5/ ) ^l/^/V) -3H-W!iV- 

4 -#y, 

20 (1 4 3 ) 8-^^-2- (8-^ -7f tV^ n [3. 2. 1] 

•*>7 9V- 3-4/1") -3H-W!)y-4-ty, 

(14 4) S-pf^/V-2- (2- (v?y-7^T^/) ^5^) 
-3H-^-t/P >-4-^-y, 
(14 5) 8 - y 2 - ( 3 - (vM °f-AsT $ / ) 7° n fcVU) 

25 -3H-^t/!)^-4-jy, 

(14 6) 8-* 2 - ( 5 - ( i?t f-lVT % / ) ^^/u) 



240 



WO 02/094790 



PCT/JP02/04995 



-3H-^ty!)y-4-t>« 
(147) 3- (4- i&tf-frT $ S) 's? u^*c-fy- 1 - 

(14 8) 3- (3- (4 - * ^ t°<<9 y~ 1 -I'/l') 7"P 

5 tvu) - 2H--f y^;^-i-ty 

7. (15 1) (R) -3- (2-tKn^^f^-4-^f;H;^ 

7^>-i-^/^) -2H-^y^;yy-i-ty, 

10 (152) (S) -3- (2-tKo^Wf^-4-^f;H:^7^- 

i--r/W -2H--fy i f/yy-i-ty, 

(15 3) 3- (3-fc KP^5/^^-4-^^-/VtT^7^-l — (M 
(15 4) 3- (3-^h^rv'^^-^-4-^7 : -;Uh 0 ^7^^-l-^ 

15 ^) -2H-^y*;jiv-i-*y, 

(155) 3- (3-/^^7-^-1-^^) -2H--fy^yyy 
-1-^-v, 

(15 6) (S) -3- (3-t Kn^->^f^-4-y-f/H:^7^- 

i-^aO -2H-- fy^y yy-i-tv, 

20 (1 5 7) (R) —3— (3-t KP^Wf/l'-4-yf/l't: , ^7y>- 

l-^f/v) -2H-^y^;!Jy-i-i^ 

(15 8) 3- (1 -^T-^t^y i»-4 — f/l>) -3, 4-v?tKn- 

2H-^r y^yyv-i 

(15 9) 8-^7^-2- [2- (i*t?7i>7 $ / ) ^TVk) -3H-* 
25 -7-^1) 

(16 2) 3- (3, 5-5?^^/Hf^7^- 1— Y/V) -2H— fy^ 
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(16 3) 4- U-^fvtO^—yl") -3- ( 1 -y ?vUfcV<y v 5 ^- 4 
(16 4) 4- (4-7^0 7i=;l/) -3- ( 1 -y ^vUfcXy v^- 

5 4-^a-) -2H- fy*y y y-i-^-^, 

(16 5) 8-^^-2- (2-t°^y v>/cc^) -3H-W!Jy 

(16 6) 8-^5^-2- [2- (^e/v^y -3 

10 (16 7) 4- (2-^ h^7x=^) -3- ( 1 -y 5vH^< y i?y- 
4-4/1*) - 2H-' { V*cJ V is- 1 

(16 8) 4- (3-^^731-/1^) -3- (1 -yf-/U\i°^<]) i?y-4 

-4/^) - 2H-' { y*y y >- 1 -*> s 

(16 9) 4- (2-yf-/l-7ai-;V) -3- ( 1 -y fvUf^y 4 

15 -'f/v) -2H-^y^/yy-i-ty, 

(17 0) 4- (3-^R->7^-;V) -3- ( 1 -y ^vHf^y 
4-4/V) - 2H-> i y*y V >- 1 

(17 1) 5-^^^f;^v/-3- (1 -y 5vH^y 5?^-4- 
-Y/W) - 2H-4 V >- 1 -Orz/^ 

20 (1 7 3) 8-^^-2- [5- ^J^/VT^y) ^V^Vk] -3H- 

y ^-4 

(17 4) 8 -yf-)V- 2 - [4- {^^/VT^y) -3H-=¥ 
(17 5) S-y^/V- 2- [4- (v^^/VT^y) -3H-af- 

25 -^y*y>-4-^ % 

(17 6) 8-^^-2- [3- (t°ny v^-l-^AO ^PtT/U] - 
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3H-W!i^-4-t^ 

(17 7) 7- (1 -^fvUf^IJ v?y-4— -f/V) -6H-1, 6 — ^ 
f y^y- 5 -^-^1/1 OtMW&J. 

(17 8) 5-^^-3- (l-ptfvU^JJ ^> — 4 — f /V) -2H- 

5 y^y y 1 -*>s 

(17 9) 4-yfvV-3- (l-^^f^y i?ls-4-4M -2H- 

y^y 

(18 0) 5- (v?y^7$y) -3- 
/p) -2H-^y^;y^-i-ty, 

10 (181) 5-T^/-3- (l-y^t°-<y v?^-4-^yW -2H- 

y^y y ^- 1 

(18 2) 4- (2-7/^o7x=/V) -3- ( 1 -^fWfc'^y v>^- 
(183) 7-^0P-3- (l-^f/UtXi)>;y-4-^/v) -2H- 

15 /fy^yy-i-t^ 

(18 4) 5-t Kp^->-3- (i-^f/vt^u^y-4-^/i') -3, 

(18 5) 5-y h^yyf/^->-3- (3-y7W^/7°ot» 

-2H--f y^/yy-i -a-^ 

20 (1 8 6) 5 -tFB^-3- (3-^W-;/7 , Pt» -2H- 

>fy^;!)y-i-tyISfI, 

(18 7) 5 - y h 3 - ( 4 - f-lVT ^ J 

-2H->r y^y y ^-1 -a-^ 

(18 8) 5-fc K»dH"-3- (4-^f/V7$/^) -2H — f 

25 y^;iiy-i-tylil 

(18 9) 5-th*o^-3- (2- (t^Visy-l—tfr) 
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- 2H- -f v y- 1 
(19 0) 3- (1-^^-1, 2, 3, 6-7h7tKnt"yv ; y-4 

(19D 3- (l— <y^^v^y-3-y^) y*; v 

5 y-i-^y^ 

(19 2) 3- -2H-^y^yyy 
- 1 -ty, 

(193) 3- 2, 3, 6-f b7tKnfy^y-5 

-^/u) -2H-^y^/!)y-i-ty, 

10 (19 4) 3- (3-tKP^f;^X7i/y-l-^/i') -2H — i' 

y=*y y y- i -a-y % 

(19 5) 3- (4-^5vi— 3-fc Ko ?vutV<7 S*y- 1 -JA?) 
(19 6) 3- (3 -fc Kn^^f^-4-7°o tVH^yS^y- 1 — f 

is ;v) -2H-- ry^y yy-i-ty, 

(197) 3- ( 4 -^<y^- 3 - 1 Kn ^-yy f ^t c ^7 -y > - 1 -'f 
/u) — 2H — i y^c/v y— 1 -t^ 

(19 8) 5-^P^-3- (3-t: Kn^fv/yf/l'tv^i/y- l -^f/V) 

-2H-^y^y yy-i -;*-y, 

20 (1 9 9) S-^o^-S- (3-t KP^^f^-4-yf^tV7-/ 

y-i-jjv) -2H-4 y*j v y-i-*y. 
(200) 3- t'^Vi/y-i-JM -2H — ry^y 

yy-i -a-y^ 

(2 0 1) 3- (3-t: Fo^rv-y^f^y ^y- 1 -fA') - 2H — T 

25 y^y y y-i-ty, 

(202) s- (3- (^^f/^/w^/f/v) tf^y-yy-i — <>v) - 
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2H-- r y^y y 1 

(203) 3- ( 3 - 1 Ko f-yv-- 4 - ^ y 7'^t°^7 ^y- 1 - 

(204) 3- [4- (^f/i^T^y) :/^/k] - 2H-^y^yy.y- 

5 

(2 0 5) 5-7;^p-3- (3 - 1 Ko ^ ->y 4 -y ^/H; 0 ^? 

^^-1— T/V') -2H-- y y^y y ^- 1 -^-y, 
(206) 3- (3- (^w^y^f^) t°-<y 1 -4)v) - 
2H-^y^;yy-i-ty, 

10 (2 0 7) 6-y^/U—3- (l-yf;H;Xi)i?y-4-^;i') -2H- 

-fy^yuy-i-ty, 

(2 0 8) 7 -y 3 - (1 -y^t°^<y i/^-4— f/1/) -2H- 

-f y^y y 1 

(2 0 9) 8-y^/V-3- (l-/WXyi?y-4-Y;v) -2H- 

15 ^y^r/yy-i-ty, 

(210) 7-^F^>yf/^y-3- (1 -y ?vn: 0 -<y ^v^- 
'fA*) -2H-4 y^y y ^- 1 

(211) 7-tKn^f-y-3- (i-yf^hvy-yy-4-^;H -2 
h— r y^y y 1 -^j-v^m^ 

20 (2 12) (S) -3- (3-t Kndri/y^;v-4-y^/Vt°-<7v 5 >'- 

1 — r^) -5-yf/v-2H-> r y^y y ^- i-^, 

(2 13) 3- (3- (t°P y -sis- 1 -^f/w) ^DfcVl') -2H-^y^r 

yyy-i 

(2 14) 5-ypn-3- (3-t Ko^v-y^- 4 -y^t^yv 5 

25 y-i-^f;i/) -2H-^y^yyy-i-ty 

(2 16) 3- [3- (t^y-^^-l— (JV) y°u\?;V] -2H- ( V* 
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y v >- 1 

(2 1 7) 5-fc (3- (^D^^y-i-^/u) y u \f/V) 

(2 18) 5-^^-3- [2- (t°-<y v?V- 1 -^/l-) -2 

5 H--fy^;yy-i-ty, 

(2 19) 3- [2- (t°-<y 1 -y(>V) rc^/V] -2H-^y^y 

!) y- 1 

(220) 3- [2- (t°o!) ^y-i-^/i.) -2H-- ry^y 

y >- 1 -^-y, 

10 (2 2 1) 5-^^-3- [2- (t'n !) ^V- 1 -^/lx) x?-/u] -2 
(2 2 2) 5-^^-3- [3- (t°n y l -^/^) fc°/U- 1 

-y/Kl -2H-- r y*y y i-#y s 

(2 2 3) 1, 5-i>t:KP-6- (l-y^vl— 1, 2, 3, 6-f h7 
15 t Kcr t°y — T^) t°7/n [4, 3~c] t° y 4 

(224) n, n— yy^vw-3- (i -y^vuf^y 1 -jjv) - 
2H-i-Jr*yy y*; y >-5-tj/i^>i^ Ki/4 7K#/W&u 

(225) 5-y^-3- (^-y^t Kp-f ^ Ky ^v- 7— r^) -2 
h— r y *y uy-i -3ry3/ 47kttljm, 

20 (226) 5-^f/w3 - (ty^tKP'fyKy^y-7-^^) -2 
H-^y^y y 1 -^>-i/2tK#», 

(227) 3- (i-y^vn^y^:/- 1 — r^) -2H-i-^y-f 
y^y y 5 -^/^ymMBM., 

(228) 5-y^-3- [3- (tf ^ y -^y — 1 — f jv) yatvi/] - 
25 2H-^y^-;yy-i-ty 

(229) 3- (^y^/vr^y) yf^-2H-^f y^y y y- i-*y^ 
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(2 3 0) 3- [ {A-y^;V\f^y^yy-\-y ,V) — 2 H — i 

(231) 3- (tf^y^/^f/v) -^H-^y^y^-i-tv, 

(2 3 2) 3- [ (^/v*y y- 1 ~J;V) y^-)V\ -2K-4 y^-y ]) y 
(2 3 3) 3- [ Ofc^-f^y Vv-l-JjV) -2n-yy*y 

v y- 1 

(2 3 4) 3- [3- (^^& y — 1 — T^) /o^] -2H- < 

y^v y ^- i -^-^ 

10 (2 3 5) 3- (1 -^77^^X1)^-4-^^) _ 5 __^„,. 

- 2H—f y*y y i -*yi/4frmm, 

(2 3 6) 3- (4-^f/U-3-^yt^7^-l-^;V) -5-^ 
(2 3 7) 3- (l-TS/ fc^y 5?^-4-> fAO -5-^f/l/-2H- 

15 4 y*; v 

(2 3 8) 3- (1- (p» * l^/V^W^T 5 y) b°^<y> 5 y-4 — f/U) 

-5-^^-2H--f y^y yy-i-^, 

(2 3 9) 3- (1- h y 7;^o7t fc'^y i?y-4 — (M - 

5 ->f^-2H-' fy*y.» y- 1 

20 ( 2 4 0 ) 3- [2- (*^t°^y *yy- l-j/V) rcfvV] -2H-^V 

(241) n- (5 /i/- 2H- 1 -t^y^r y^/ y y- 3 

-2- {*y*<r;VT^y) T±?^ b\ 

(243) n- (5-y?-/u-2H-i-3-*yy y*; v y-3-y/is) 

25 -3- (v^fvVT^/) /d/^7?K, 

(2 44) 3- (1 -VfJ-frrXJ t°^y 'yy-A— </V) 
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(2 4 5) N— (5-^f^-2H- 4 V* J V ^-3— f/V) 

-4- (^y^/iyr^y) ^yru\ 

(2 4 6) N- (2H-l-^^y^r;!)y-3-<^) -4- (v^ 
5 y) zftlsTK K, 

(2 4 7) 3- (4-^^-2-:t^yt°^7v ; ^-l-^A') -2H- 

-r y^y y 1 -a-v* 

(2 4 8) 5-*fvl/-3- (l-y^t°P -2H- 



io (249) 3- a -yf-A"t°G y ^v-3-> f^o -2H->fy*yyy 
- i 

8. (I) fc*5V>t\ 

15 ^^^{i¥^sfc(iz:S^^^b, 

20 - (CH 2 ) n -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) D - % 

- (CH 2 ) m -CO- (CH 2 ) n - 

(OT, mWnl^-tfelJl4ot, -t;h^Jh,OSfcB:l~l 0<«$C 

&^i- 0 R 4 «m^^-fo <au - (ch 2 ) m -^e^t^i-5 0 ) £ 




25 tfL % 
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~ ( c ) ^r^i" 

(a) r5 (b) (c) 



W R b TT~ W— R 

/ N ^Ht Hit *fc|* 




»^(i¥^ifdtrM^^^t 0 

slil~4 ©li^/Tt. 
10 t f3:0~3<7>gi££7Fi-o 
u 13 1 ~ 3 <D^WL%7frf 0 

15 *j**- 0 

7 TA"¥/^/i'*=A'T?y*fc»4TIBS: (f) «r^t"o 

(f) R s 



t\ 
w 



W R 7 



20 
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t' tti~3©li^to 

5 mU -UE5£ (a) ^t°^7^>-£^-fi§-3\ R 6 iit: KB^T/Mr/i/* 
9. -J&5£ (I) fc*3V>T\ 
Yf± 

20 - (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - N -ktcn 

- (CH 2 ) m -CO- (CH 2 ) n - 

R 4 f47Km^1- 0 {IU - (CH 2 ) ffi -##gC£&!r£-f5 0 ) 

25 U 
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~ (c) £:7Fi~ 

(a) R s 

W R 

slil~4 (OWk^^iTo 
10 t {40~3©Sic^^1-c 
u H: 1 ~ 3 ©3BHS4r^f . 

v'T/^^/K T/^^ri^/V^/K ^7/^/1^7 5 / 7/V^/>£fct£> ? 7 

is ^i- e 

/w*=/i>r5/*fcfiTIBA (f) Ir^to 
(f) 

I W R 

y * 
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Z' ttSSRIR^Sr^i". 

t' «l~3©»^r^-r o 
5 (&U -tJ2i& (a) ^tVy^y^fl^ R 6 i*t Ko*^7^Sr 

R 8 l±7j<*^1- 0 )) ; 

10 (au x^g^0^^^i-^, Rte±l3£ (b) ^^1" 

10. (l) 5 3- ( 4 ^7H^7 1 - 

-2H-o^f/!J^-i-ty, 

15 (2) 3- ( 3 - f/W7 5 / t°n y v> y - 1 -2H 

(3) 3- (4-i?^f^7 5 / t°^!i - 1 - ^^) ~2H 

(4) 3- (3-t Kn i r->yf^-4-^f^t'^7v ? > - 1 

20 --r/i") - 2H-o^f/!)^-i-ty, 

(7) 3- ( 4 - ^o tVWt'^y 1 -4^) - 2H-0 

^;uy-i-ty, 

(8) 3- ( 4 - 7? ^ = v^- 1 - -< /V) -2 
25 (9) 3- ( 4 -a; h ^ 5/ # /V Jj? =■ A' t°^y y - 1 - >f /U) - 

2H--{y^;!Jy-i-ty, 
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(10) 3- ( 4 ~y f-frft^r 1 -4 fr) -2H- 

<< y * / V y- i -*y, 

(11) 5-/^/U-3- (4-^fM ; ct , '<7v ! V- 1 —A ^) ~2H 
5 (12) 5 -y^?v-z- ( 4 - ?->vt 5 y hT^i V is y - 1 

(13) 3 - (3-^^f^7?y fay^y-i-^/u) - 5 

(14) 5-y^A--3- (4-^*!J;) -2H-^y^fy 
(17) 3 - (4-t F^yt^^-yy-l-'f^) - 5- ^ 

(l 8) 5 - y y * y - z - ( a - t 7- jv \? v y - i - j /v) 
-2H-yy*; v y- i -*y. 

15 (19) 5-t (4-yf;H:°'<7-y>-l-^ 

(20) 5 - 7 ;VJr a - 3 - ( 4 - ^ 9^ ^^7v?y-l -4 )V) 

- 2H-y y * y py-i-ty, 

(21) 5-^na-3 - ( 4 - ^ ^ )\> 7 ^ - 1 - 4 >v) 

20 -2H-< , y^y yy-i-^-ys 

(2 2) 5-^p^-3 - ( 4 - y- f >V y V s f - 1 - 4 fr) 

- 2 h- 4 y * y v y - i - *y . 
(23) 8-^pp-3 - (4-yf^t^7-y>-i-^^) 
-2H--f y^y yy-i-ty, 

25 (2 4) 7 -^^-3- (4-^^/Vt 0 ^7i^>- 1— (M -2H-Y 

y^r/ !/y-i -ty, 
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(2 5) 7-7*u*-3- ( 4 - > fvV fcT'* 7 i? ^ - 1 - >f A) 
- 2 H — V * J V y- 1 -Jri/ S 
(2 8) 5 - 7 A'** - 3 - ( 4 - V* *$~ IV 7 ^ 7 t"-< >> V - 

i--ya) - 2H-s(y*yyy-i-yFy, 

5 (29) 5-^on-3 - ( 4 - v> y ^ J t"^ J) v> y - 1 

(30) 6-^pp-3 - ( 4 - y f/H^^7 i^y- 1 ->f A) 

-2H-^y^y 

(3 1) 7-70^-3 - ( 4 - f^7 5 y tr^ V v 5 ^ - 1 

io --ov) - 2 h-w y y y y- 1 

(32) 5-^p^-3 - (4-^^/1^7 5 y t° y v 5 ^ — i 
- jv) - 2H-4 y * ; v y - i -*y. 

(3 3) 5 - 7/U*-n - 3 - (4- ( 2 - t Kn ^i/if ^) fc° 
15 (3 4) 6-^f/^3- ( 4 - y fvU v> V- 1 ~4 AO 

-2H-^y^y!)y-i-ty, 

(35) 3 - (4 - ( 2 - fc Ko^Vif^) k^7v?y-l- 

-</v) - 6 -y ^a- 2H-^r y y 1 - tv, 

(36) 8 - y Tvl'- 3 - .( 4 - y t°^<7 S?^- 1 ->f A) 

20 -2H-^y*/!)y-i-t>, 

(3 7) 7-7*0^-3- (4- (2-tKn^f^) tf^yv^-l 

— ya) -2H-<'y^/!iy-i-ty 

(3 8) 3 - (4 - y ^-^t 0 ^7 v 5 ^- 1 A) - 5- ^hn- 
25 ( 3 9) 5-T^ y-3- (4 -y TVVfc^y 1 — fA)-2H->f 

y^yy ^- 1 -^-^itK#»s 
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(41) 3 - [4 - (2-n , ^v/xf^) i^^r^y-i- 
-8-^/i'-2H-o^;!)>-i-ty, 

(4 3) 3 - [4-.(2-t Fn^Vif/b) t°-< y i? y - 1 ! - 

-f/H - 7 - y Tvu- i h ->r y * j V y - i - -fry^ 

5 (6 2) 3- {4- [2- (f^IJv^-l-^/W) ac^yi/] t'^yi?^- 

- 2H--f y^r/ y y- 1 —fry, 

(63) 3 - {4 - [3 - ( t°^< U ¥ y - 1 - 4 )V) -fn tW] 

t°^7i>y - i --f/^1 - 2H-^y^7!)y-i-ty, 

(6 5) 3- {4- [4- (t?^< y 1 -4 /V) fc° 

(66) 3 - {4 - [5 - (k 0 -^ y 1 )V) ^y^-jv^ 

m° ^y - i - y ;v) - 2H-^y^y !)y-i-ty, 
(6 9) 5-^f/i/-3- [4- (4-^*yy) t^y^-i— r^] 
- 2H-- r y^r/ y 1 -fry, 

15 (70)5-/ ^/W- 3 - { 4 - [ 2 - ( t°-< V i?y - 1 - J A) 

a] f^y v?y- i -y ;v) - 2H-^y^;!Jy-i-t 

(71) 5 - y 3 - { 4 - [ 3 - ( t°-< y V- 1 A) 

7*0 t'/U] t°-< 7 y - 1 - J IV } - 2H-^y^r/T/-l- 
20 ^" V, 

(72) 5 - y 3 - { 4 - [ 5 - ( t°-< y Vy- 1 - J jl>) 

^y=f->v\ \?s<y i?y- i -y ;v) - 2H-4y*;yy-i- 
fry s 

(7 3) 5 - y ?Vl>- 3 - {4 - [4 - (\f^])i>y-l--CjU) 

25 7'/^] tvy-^y-i-^/i,} - 2H-^y^;yy-i-t 
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(7 4) 5 -.7- f-jV- 3 - {4 - [4 - (4-^*]);) 7*9=- 
(7 5) 5-7 J-JV- 3 - (4- (4- ( 4 - 7 v> > 

5 !)y-i-ty, 

(76) 7-^n^-3 - {4 - [4 - ( t"^ V i? * - 1 - ^) 

(77) S-^op-3 - {4 - [4 - ( fc^ y i?> - 1 - ;V) 
(7 8) 5-7*n^-3- {4 - [4 - ( t°^< ]) > - 1 - >f ;!✓) 

15 (80) 5-^nn-3 - {4 - [4- 7* 

/w] tV7i?y-i-^^) - 2 H-r< y y y- 1 -Jr>^ 
(81) 3 - (f-t y 7y-4-^;V) - 2H-^y^f/!)y- 
i -^^{fcTk^gSS^ 

(8 2) 3- (i -y^vufc^y i7^-4— ivv) -2H-^y^yyy- 
20 i-*>i/5fomm, 

(83) 3 - ( (4 - y f^t^7v?y- i - ^ ^) jj/Utf-sU) 

-2H-o^y y i 

(9 0) 3- (3- (v^y^/^T^y) 7°Pt: 0 /u) -5 -7 5^ 

-2H-^y*;i)y-i-ty, 

25 ( 9 3 ) 3 - ( y 4 -4tV) - 5-^f;U-2H-^ 
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(95) 5-^bp-3- (l-tf-zUK'^yi/y- 4 — { /V) -2H--T 

y^y V v- 1 

(97) 4-7:* = - 3- ( V 4 --f /U) -2H- 

y^/ y ^- i -;t ^lUbTkiffMs 

5 (9 8) 3- ( 1 ^/Ut 0 ^ y v>>- 4 --T/V) -4-7i- 

(99) 4- ( 4 -y r * ! S7 - 3- (1-^ ^A- t 0 ^ 

yv ; y-4--f/i-) - 2H-^fy^y jy-i-tx, 

(100) 4 - (4-^ nD7x^;l') - 3- ( 1 - ,?< ^vu fcT'* 

io y 4 ->f /v) - 2H-o^/^-i-ty, 

(106) 5 - 7/utf-p - 3 - ( i - y fvw y v?y- 4 --r 
;v) - 2H-^y^; !)y-i-ty, 

(107) 5-/h*y-3 - 

- 2H-o^f/py-i-ty, 

15 (108) 5-tKn*V-3 - ( 1 - * 5^ ]) 7 7 - 4 - 
4 JV) - 2H-0^/!)>-l-t^, 
(110) 5- (4-yf;^V7i?y-i-^^) -6H-f^7 [2, 

3-c] M°yi>y-7-Jry, 

(112) 6- (4-y^/Vt°-<7v J ^- 1 — -5H-fxy [3, 
20 2-c] t°y ^y-4-^-^, 

(114) 3- (4-y? 1 /H: 6 ^7v ? 7-l-^/l') -2H-^X[f] 

(115) 3- U-v'y^T^/ t°-<y v>7- 1— fyW) -2H-^ 

x [f] ^y^-yyy-1-ty, 

25 (116) 3- (4-^/^7^-1-^^) -2H-^yX[h] 

>r y 7- 1 
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(117) 3- fcV<y *?y-l-' T/V).-2H t> 

x [h] y=*y yy-i 

(120) 8-^^-2- (tv*y i?ls-4 — -3H-^ftylV 
5 (12 1) 2 - ( 1 - ^ ^/m 0 ^ y v 5 ^- 4 -4 >v) -8-*3~ 

/u- 3H-*~ty v y - 4 - * y > 

(123) 8-^h^ri/-2 - ( 1 - ^ f ^ t 1 ^ y i>y- 4 

- 3H-*ty^-4-ty, 

(137) 8-^5^-2- (4 - ^Vl'T 5 / P^^-y- 

io ^ — i — r /i- ) - 3H-^t > /!)y-4-ty, 

(138) 2 - ( 1 - T If tf */ 2 u [2. 2. 2l$-??y-3 

(139) 2- ( (l-7f t'.i/^P [2. 2. 2 ] * ^ * ^ - 
3_^^) ^ /v) - 8- ^/V-3H-^t/!)y-4-^y, 

15 (14 4) 8-^5^-2- (2- (-y^f^r^) ^5^) 
-3H-^rty*!)y-4-ty, 

(14 5) 8 - / *r>V- 2 - ( 3 - (v^ f^7 57) 7°p tVW 

-3H-*t7U v - 4 - y . 

(14 6) 8 - / *f-)V- 2 - ( 5 - (v 5 ^ f-/^T 5 / ) s<y^-)V) 

20 -3H-^fty*!)y-4-ty, 

(14 7) 3- (4- (v^fvUT^y) v'^n^drf-^-1- 

>r/u) - 2H-^y^y y y- i -ty*5J:t; 

(14 8) 3- (3- (4-^ f/i't'^yy'y- 1 — 4 ^) ? n 

- 2H-^y*;vy-i-*y 
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11. (15 1) (R) -3- (2-tKP^f/>-4-^W^ 
7-^-1-^^) -2H-^y^r/^-l-^ 
(15 2) (S) -3- (2-t KP^-^f^-4-^f^t°^7^>'- 

5 (15 3) 3 - (3-t Kn^f^-4-yf/l't' / <7^>'-l — (M 

(15 4) 3- (3 -x h^/^/l'- 4 - ^ f ^t^7v?y- 1 — f 

(15 5) 3- (3-^^t°^7^V-l— f/U) -2H— fy^/yv 
10 -l-2i->\ 

(15 6) (S) -3- (3-t KD^->yf^-4-^f^tX7^y- 

l-^/t-) -2H--{y^;yv-i-ty, 

(15 7) (R) -3 - (3-t Fnafi/^f;V-4-yf^tV7i;y- 

i — r/W -2H-^y^/^-i-t^ 

15 (15 8) 3- (l-^^/Vt°-<y^^-4— f/W -3, 4-^tKn- 

2H-- f y 1 

(15 9) 8-^^-2- [2- (i?if^75y) -3H-=¥ 

-7-y y v-A-irv, 

(16 2) 3- (3, 5 -*?**J-fr\*'< s 7&'y-\-'(flA -2H-4y* 

20 /!)y-i-ty, 

(16 3) 4- (4-y^y^-/i-) -3- (l-y^/vf^y v?y-4 

-^aO - 2H--r y^/ y ^- 1 

(16 4) 4- (4-7/^0 7x^1/) -3- ( 1 ^/Vf^y S^- 

4-^/v) -2H-^y^;yy-i-ty, 
25 (16 5) s-y^-2- (2-t'^y^y^^) -3H-wyy 
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(16 6) 8-^^-2- [2- (^/WJty :*fvU] -3 

(16 7) 4- (2-^ h*i/7s=^) -3- v^- 

4— f/w) -2H-^y^;^-i-ty, 

5 (16 8) 4- (3-^^7^-^V) -3- ( 1 ?vVfcV<y v^- 4 

— f/v) -2H — fy^y!)>-i-t^ 

(16 9) 4- (2-^^7^^/W) -3- (l-^^t°^y v^-4 

(170) 4- (3 Y**/-7^~j>v) -3- d-y^t^yi/y- 
io 4-4)V) -2H-^fy^;yy-i-ty, 

(17 1) 5-p< ( 1 fvutf^y 4 - 

^/i^) -2H-^fy^;!iy-i-^ 

(17 3) 8-^^-2- [5- (v^5vl-T^/) ^fvl/j -3H- 
15 (17 5) 8-7^^-2- [4- (v^^T^/) 7*^] '-3H-^f 
(17 6) 8-^^-2- [3- (t°n y i^V-1 -- f/U) T'ot^] - 

3H-wyy-4-ty, 

(17 7) 7- (l-^W^^^y-4 — f/V) -6H-1, 6-^7 

20 f 

(17 8) 5-y5vV-3- (l-^f/Wt^y^y-4-y/U) -2H- 

^ y 1 

(17 9) 4-^^-3- (l-Z^/H^y -2H- 

y^y y 1 

25 (1 8 0 ) 5- (v^^^T^y) -3- (1 — ^ fvW y 



260 



WO 02/094790 



PCT/JP02/04995 



(18 1) 5-757-3- (1 -y^A-f^y ity-t-JM -2H- 
(18 2) 4- (2-7/^P7oi=/U) -3- ( 1 -7 ^At°<< JJ v^- 

4-^a) - 2H-4 y y- 1 

5 (18 3) 7 P P- 3 - (l-^^/Vt°-<y i?y-4— fA) -2H- 

y y- 1 -tf-y* 

(18 4) 5-fc (l-pi^A-tV^y ^y-4-* A) -3, 

4-v>t Ka-2H-^ y^r;!)y-l -^s, 

(18 5) 5-7 h *y 7 f^t^rv'- 3 - (3-^7 f'A'T 5 / 7°o \fjv) 

io -2H-iy^;!)y-i-t^ 

(18 6) 5-bKo^-3- /7°n t°A) -2H- 

(18 7) 5-n^f^y-3- (4-v ; ^w^y^i') 
-2iwy^;!)^-i-t^ 

15 (18 8) 5-fcKn3r->-3- / 7W -2H->f 

y*y -^-^M, 

(18 9) 5-tKa^>-3- (2- ( t°^y W- 1 ->f A) ^A) 

-2H-^fy^y y y- 1 

(190) 3- (1-7^A-1, 2, 3, 6-Th7tFPt ,, J^-4 

20 -yA-) -2H — f y^y y V- 1 -HrV* 

(191) 3"- d-^y^At^y ^y-3—TA) -2H- (y*;v 
y-i-^-y, 

(19 2) 3- (i -y-^A-tyo; v^y-3-^A) -2H-- ry^yyv 
-i-^-y, 

25 (1 9 3) 3- (l-7f-A-l, 2, 3, 6 -r h 7 t Ko k° y v>y- 5 
— -Y A) -2H-^y^r/!)^-l-ty, 
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(19 4) 3- (3 -t Kn^v^fvH?^^- 1 -< f/U) -2H-J 
(19 5) 3- (4-xf^-3-t — (M 
5 (196) 3- (3-t KP= 3 r->^^-4-yPtVl^t°^7v ? ^-l-^ 

->v) -2H — fy^r/yy-i-ty, 

(19 7) 3- (4-^V^-3-fc Kn^r^f/U^?^- 1 ->f 

/w) -2H — ry^/yy-i-t^ 

(19 8) 5-7*0^-3- (3-t KP^f-zm'^^-l-f^) 

io -2H — ry^yyy-i-t^ 

(19 9) 5-7*Dt-3- (3-t KP*^fA'-4->f/l'Wi? 

(200) 3- (4-f^y t°^y 1— f/w) -2H-^y^y 
yy-i 

15 (201) 3- o-tKo^yf^^y^y-i — <?v) -2H-4 

(2 0 2) 3- (3- (i?*<f-;Vjj;Vs<^;V) M'-<)} 1 -^/V) - 

2H-- fy^y y ^- 1 

(203) 3- (3-tKp^yyf;^-4 — fyyT;n:^7^>-i- 
20 -2H-^y^r/yy-i-ty, 

(204) 3- [4- (^f^r^y) -2H--fy^yyy- 
1 

(2 0 5) 5-7/V^-n-3- (3-t Ka=¥^^^-4-^^t°-<7 

^-i-^/v) -2H-^y^y!)y-i-^y, 

25 ( 2 0 6 ) 3- (3- (^W^yyf^) k^!)i?y-l-^/!/) - 

2H-^ y^yyy-i 
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(2 0 7) 6-^7^-3- (l-^f;^Xi)^-4-^^) -2H- 
(2 0 8) 7-y^A—3- v^-4 — -2H- 

^ y*/ -ty, 

5 (2 0 9) 8-^^-3- (l-7<^t^y^^-4-^^) -2H- 

y^y -fry, 

(2 10) 7-n^f^>-3- (1-yfvH^y ^-4- 

(2 11) 7-tKP^~3- -2 

(2 12) (S) -3- (3-t Ka^^-4-^f;^^7y>- 

(2 13) 3- (3- (eay^y-l-y/V) yntV^) -2H--T y^r 
y !) y- 1 -^"^ 

15 (214) 5-^on-3- (3-t KD ;3 rv'^f^-4-^f/Vt 0 ^7-y 
(216)3- [3- (t 0 ^!) f/l-) yntVV] -2H — fV^f 

(2 17) 5-tKD^->-3- (3- (l^ny^y-l-y^) 7" c 

t 

20 -2H-yy^;yy-i-ty, 

(218) 3- [2- (tr^y i?y-i-' (M -2 

(219) 3- [2- (t^y v^-i-^/v) ^fvi/) -2H-y y^y 

25 (2 2 0) 3- [2- (fc°pyi^-l— ^X/H -2H — iV*J 
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(2 2 1) 5-^^-3- [2- V i?y- 1 ^)V\ -2 

H-y y*y V y- i 

(2 2 2) 5-^^-3- [3- (tfo 1 -fnyf/^-l 

5 (2 2 3) 1, 5— (l-y^/V-l, 2, 3, 6 -Thy 

t k y/i-) [4, 3-c] M°y*yy-4-*y, 

(2 2 4) N, N-^^/V-3- (1 -y^/V-tf^y v 5 ^- 1 -WylO ~ 

2H- 1 -t^y^ y^y y y- 5 ki/4tK#», 

(2 2 5) 5-^^-3- (t^> t Kn>f y KU i?y- 7 -^f/l') -2 

10 H--4 y*; vy-i-*y3/4&mm. 

(2 2 6) 5-^^-3- -2 

(2 2 7) 3- (l-y^/n^y^y-i-yyiy) -2H-l-^y-{ 
y*y !/>-5-^yiil^ 

15 (2 2 8) 5-y^~3- [3- (t°^y i?y- 1 — < )V) 7°Pt°/W] - 

2H--r y^y y y- 1 -a-j^ 

(2 2 9) 3- (^f/i'T?;) y^-2H— f y^y yy-i-#y\ 

(2 3 0) 3- [ (4-y^Vt°-<y v>y- 1 — <M t^fr] — 2 H — f 

y=¥y y y- 1 

20 (2 3i) 3- (t'^y^yy^) -2H — ry^-yyy-i-ty 

(232) 3- [ wiiy-i-^/v) y^] -2H-^y^yyy 

(233) 3- c (*^t°^y *?y- i -y/v) y^v] -2H-y y^y 
y y- 1 -^-v, 

25 (234) 3- [3- t°-< y i?y- 1 -y /^) yptvn -2h- r 
y^yyy-i-ty 



264 



WO 02/094790 



PCT/JP02/04995 



(2 3 5) 3- (1 -7^77^^^!/ v^-4— f/V) -5-yfvW 
(2 3 6) 3- (4-p<^/V-3-^-^y t°^7^>--l-^/>) -5-y 

f/v-2H-' ry^yy i-^-^i /i otM^p^ 

5 (2 3 7) 3- (l-7^t^!J^-4-^^) - 5-^f^-2H-' 

(2 3 8) 3- (l- (y y^*/wr<-/v7^y) f^y^y-4-^;v) 
- 5 -y 2 h — r y *y pv-i -oty, 

(2 3 9) 3- (1 - h y 7/^P7t hT^ 7 fcXU t^-4— <A0 - 

io 5-^^-2H-{y^;i)>-i-ty 1 

(2 4 0) 3- [2- (/!^tv<y ^fvKl -2H — fy 

(24i) n— (5 - y f ^- 2H- 1 - t^y^ y^y u y- 3 - - f/>) 
-2- (e?yw-;y) 7t^u\ 
15 (243) n- (5-yf/i'-2H-i-t^y'fy^yyy-3-^^) 
-3- (s^y^/w^y) /o^/7 0\ 

(244) 3- (i -^y^/Kr^y f^y ^y-4 — f/w) -5-y^ 
-2H-^y^yyy-i 

(245) n- (5-^f/v-2H-i-**y'fy*y y ^-3-^r/O 
20 - 4 - ( ^yvT ^ y ) z?$vr% h\ 

(2 4 6) n— (2H-i-^y^y^y!)y-3-^^) -4- (>*y 

(24 7) 3- (4-y^-2-^^-yt°-<7>v J ^-l-^^) -2H- 

y^y y 

25 (2 4 8) 5-y^/V-3- ( 1 -y f/H?P y 3 — -T/U) -2H- 
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(2 4 9) 3- (l-.? l ?7V'fcTn V < )V) -2H->f V*cJ V V 

- 1 -irV 

5 12. -fflt& ( I ) t-fc^Ts 

10 Ytf- (CH 2 ) n - ra«0*7cfSl~l 0 OM^cf) 

R^TA-^T^ /£*H-*>\ fo5^teT15:£ (a) 3;7~te (b) £^ 

•r 



w# c h * ft nmmm^-ZTF-to 

t # o ~ 3 <£>S§c£^1- 0 
20 R 5 RXfR 5 ' 3-fcteMftoT^ft-^ftt: Ko^f->T/>^S:SH". 

ft e> © gi^s^ $ ft 5 a *ft t « -t ft e> ©*tt3bn#. 



15 
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1 3. -J&5£ (I) Kfc^T, 

Y^- (CH 2 ) m - (5£«f\ m^0^fcfil~3^iC^t-) 

10 R/^T/V^T^ A T1B:£ (a) s 
< a) R 5 



(5St\ wascH4fciii*i?i*t. 

t jjs i * fete 2 ©Sgffc&^-t-. 
R 5 ^t Kn^T/V^Sr^U R 5 ' (iTK^^r^-to 
15 R 6 ;6vfcSt, T/W^/^fcft-^T/V^/VT^/^-t-o ) 

*fcttTias; (b) ^Tjk-r 




(b) 




20 
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